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(54)Title; TRICYCLIC PYRROLE OR PYRAZOLE DERIVATIVES 

(54)3891 HSftfP-/^ t < it t'y y-juw&fc 



(57) Abstract 

Tricyclic pyrrole or pyrazole derivatives 
represented by general formula (I) or 
pharmaceutically acceptable salts thereof, 
which have high selectivity and affinity for 5- 



HT 2c receptors and are useful in treating 
central nervous system diseases such as sexual 
function disorder, appetite regulation disorder, 
anxiety, depression or sleep disturbance. In 
said formula, the ring Y represents an 
unsaturated 5-membered ring optionally having 
1 to 3 heteroatoms of one or more types 
selected from the group consisting of nitrogen, 
oxygen and sulfur or an unsaturated 6- 
membered ring having 1 or 2 nitrogen atoms; X 
represents a bond or carbon; ^ represents a 
double or single bond; V represents nitrogen or 
CH; and A represents linear or branched lower 
alkylene optionally substituted by halogeno or 
cycloalkyl. 
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X/ [2, 3-g] ^>yV-)V- 1 — (S) - 2- (1H 
-7P [2, 3-g] ^^V-JKl-fJW -1-^WW5>, 2- 
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-2 - (7-ifihiH-fiy [2, 3-g] -f 1 r;w -1 

ft 

3 



WO 98/56768 



PCT/JP98/02579 



^m\t-m^ (i) T^$n§H»tfp-;^b<«tf^y-;nf 

^-WX 7°otfkX f x?-;kx^kx ^>^>^kX 
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•5.0 fleoT*«wb^* (i) fctt, ^stt#©s^«^#«&nfc , bo , b^* 

VM, -?n>m. pa#&, 77;i/g?, 7H>S, ¥L&, U>p*&. MSM, ? 

;~mmm<D&mmmtLx, &%wz^nz<DMB,&3(DwntLxm% 

5 



WO 98/56768 



PCT/JP98/02579 



mi mm 




(II) (I) 



#fgwt£ti (i) », -«a (in ^zn&it^zm^fcT z> tfcfc 




(iS*, R 3 ~ 9 > V, X, Y, — &^A«ifjzliOtfeOT»0, DttAiOKi 
*^0^t^tl (I) «, Htt5S (III) -?^SftS-HJ;Pfc£»£jg7cT5 



6 



WO 98/56768 



PCT/JP98/02579 




(IV) (I) 

(^^, R\ R 3 ~ 9 , v, x, y, —x&A\mm<nti$r)!!$>r). Ete7 

*mm&y>) en (iv) T^ns^t^ST!:, 



7 



WO 98/56768 



PCT7JP98/02579 



7-fe h 7 5 FS^<£>*1 ca Protecting Groups in Organic Synthesis, John Wiley & Sons, 




(5£*, R 1 "" 9 , V, X, Y, -0Al»C^OTW, ) 
#3giJ)§<fb£<t&l (I) tt, l20^3lSI:^TlILfe-K (I a) 

$ ns-ffr&tt ft . n - 7 ; wwfc-r & n £ \z x o & . 

K^^K^SK^ST, Jtr«l71?SMT> BSfcffiRT^Wkfk K (09*. 

8 



WO 98/56768 



PCT/JP98/02579 



&it*%ffltt&m (i) xte^ttDrnz. ^<DMm, &sws*g 
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- l-^)V) X^)17$.>\ 2- (lH-tf^y'P [3, 4-d] 1>V7 7lf> 

OV) XW5>; 2- (lH-t°7V'n [3, 4-d] -2, 1, 3- 
^> , /f7^7 , />-il'-l-<^ X^;U75>;2 - 6 
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3 0#IBH*#Lfc. KfHKfc 1 Ni&i?2 6ml unfcfcftTfc: h*7y; 
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itm «ESIb2- (4, [2, 3-g] <i>M 

-)V- 1 — f ;w x^y-;n. 5 6 g£»&@#tUTt#fc 0 
1 1 ^©tj&k: «t 0 , 2 ^ e> 2 0 (Dit&wzmtzo 

#%0iJ2 : 2- (1, 4-v>fc HDfi; [3' , 2' : 4, 5]'->*n^>* [1, 

2-c] 1 f;w x^y-;i/ 

##0S3:2-(4, 5-yth'P - 1 H— 7 □ [ 2 , 3 - g] >f >^/-)V- 1 
###j4:2-(4, 1H-7P [3, 2 - g] -f >? S J-))/- 1 
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-f >&y—)V- l — f ;w x*/-;u 

###J1 6 : 7 -X^-Jl—4, 5-ytl<P-lH-fI/[2, 3-gM>^V 
###J1 7:2 - (7-^^-4, 5-^t HP- 1H-7D [2, 3-g] < 
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##f!)2 0:2 - (7-I^y-4, [2, 3-g] 

-f >W-)V- 1 -- r;w x^y-;p 
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2- (1, [2' , 3' : 4, 5] y^P^>^ [1, 2- 

c] h^v*-Jl/- l -*f;W x^/-;K). 5 0g«^f^>i 5m l \zmm 
U ^nKlhUX5 1 ;P73>l. OOmhUW^XM^O. 2 8ml£ 

3c*&, (1, 4-ytHPfiy [2* , 3' : 4, 5] <>£d^ 

[i, 2-c] fcT7*/-;p- 1 x^;p ^^>x;i/*^--h o. 75 
mm 2 1 t^©^{c<fco, ##^J2 2^e» 2 8 ©ft£4&£?*&. 

##^J2 2 : 2 - (1, 4-ytFnfi; [3* , 2' : 4, 5] y^D^^ 

[i, 2-c] tr^y-;v- 1 *?>z)V*i— b 

##0iJ2 3 : 2- (4, 5-yth'D-lH-7D [2, 3-g] 4>jfV~-)V- 

#%^J2 4:2-(4, 4-V 4, 5-^tFn-lH-7D [2, 3- 

g] 1>y*J-JV- 1 -OV) jl^)V *9>Z)W?}—h 

###J2 5:2- (1H-7P [2, 3-g] 1 —OW - 1 

^;ux^;i/ ^^>x;i/*^— h 

##0iJ2 6:1- (1H-70 [2, 3-g] -1>¥V-)l- 1 -^)V^^)V) 7* 
###IJ2 7 : 1- (1H-7D [2, 3-g] <1>W-)V- 1 -^M^U) - 

2 - tWPT'p tf^ ^^>x;p^^— h 

##f!|2 8 : (1H-70 [2, 3-g] -O^Z-Jl' 

- i — f ;W x^;i/ 
2 9 

2- (1, 4-^tFP^xy [2' , 3' : 4, 5] >7P^>^ [ 1 , 2- 
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;i/A75 FlOral ti||L, ^nC7yftthU^A0. 4 7 g fcflq*. 7 CCk: 

1- (2-7y?HX5P;i-) -1, [2" , 

3' : 4, 5] ^n^>^ [1, 2-c] tf^/-;K). 5 6g£t#fc„ 

2 9 £|Wj*il©77&^ £ t) , 3 0 3^6 3 4 

###iJ3 0:1- (2-7vHxf;W -1. 4-yth'Ofi; [3' , 2' : 
4, 5] v^n^>* [1, 2-c] 

##W3 1 : 1- (2-75?Hlf;W -4, 5-^th'P-lH-70 [2, 3 

-g] <>*v-;u 

##f!|3 2: 1- (2-7yFlfJW -4, 4-^^-4, 5-v?tHP- 
1H-7D [2, 3-g] ^>yV-)V 

##0>J3 3:1- (2-7vK^Dt!;P) -1H-7D [2, 3-g] O^V- 

;i/ 

###J3 4: 1- {2-7VY-2-i;Vu^*s)VX-?-)V) -1H-7D [2, 

3-g] <>^v-;p 

2 1 Rtf2 9 i|W]|iC07Jte(3j; D > ##0IJ 3 5 ^ b 5 9 <7Mb£t)&t#fco 
##$J3 5:1- (2-7yFxfJW -4, 5-yt FD - 1 H— "7 P [3, 2 
-g] >T >^/~^ 

###]3 6 : 1- (2-7yFXfJW -7-7^-4, 5-yt HP- 1 H- 

fx; [2, 3-g] 4 

###1J3 7:1- (2-7yFlfJW - 7- 3— H - 4, 5-ytFn - 1 H- 

fj; [2, 3-g] -f >w-)V 

###43 8:1- (2-7yFlf^) - 7 -^7PD-4, 5 -yk Hp- 1 H- 

fx; [2, 3-g] 4>W-)V 

##0)J3 9:1- (2-7y'FxfJW - 7 4, 5-^tFn-lH 
-fx; [2, 3-g] -f>^/-» 

###]4 0 : 1- (2-7yF7fJW -1H-7D [2, 3-g] -i>yV-)V 
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##0!|4 1:1- (2-7yFX^W -8- 4, 5-vtFP-lH- 
tf^/P [3, 4-e] [1,2] ^>X<V^iJ-y-;U 
###iJ4 2 : 1- (2-7^h*X^;P) -7-;WI/-4, 5-yth'D-lH- 
tf^yp[3, 4-e]^>W , /-;V 

3:1- (2-7vFlfJW -4, 5-yhFn - lH-fi; [2, 
3-g] 4>W-)V 

###)J4 4: (S) - 1 - (2-7vH7°Ptf;W - 1 H-tf^VD [3, 4-e] 
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[3, 4-e] 'OX^'th/-^ 
##^4 6 : (S) -1- (2-7^H7Ptf;i/) -lH-fx; [2, 3-g] 

##014 7 : (S) - 1 - (2-7vF7°Pb°;W - 7 -^P^- lH-fi;[2, 

3-g]-r>^v-;i/ 

##0H8 : (S) -1- (2 -7vF7Ptf;i/) -7-3-H - [2, 
3-g] -f>^V-JU 

###ij4 9 : (S) - 1 - (2 -7vF7Ptf;P) - 7- ^PP-l H-fi; [2, 

3-g] -i>yv-)i 

0mm 5 0:1- (2-Jyh'XfJl/) -7-^^-4. 5-vtHP-lH- 
^X/ [2, 3-g] -f>^\Z-JP 

##0S5 1 : (S) -1- (2 -75> b*7"Pt?;U) [2, 

3-g] -r>^/-;i/ 
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3-gH >W-)V 

##0S5 3 : (S) - 1 - (2-7yF7°at» -7-^^-lH-7D [2, 
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##$J5 4: (S) -1- (2-7vK7PtMV) - 7 -- f V 7p \Z)V- 1 
X7[2, 3-gH>^V-;i/ 

#%$]5 5:1- (2-7yFXfJW -7-Xh^y-4, 5-yth'D-lH 
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-fiy [2, 3-g] -ow-fr 

###]5 6 : (S) - 1 - (2-7vF7°Ptf;i/) 1H-7P [2, 

3-g] <>^^/-;i/ 

###|5 7 : (S) -1- (2 -7^b*7°PtMl/) - 3 -7°P If ;U- 1 H- 7 D [2, 

3-g] <>^v-;i/ 

##i5 8 : (S) -1- (2-7vF7°Ptf;i/) - 3 - * h^->- 1 H- 7 P [2 , 
###ij5 9:1- (2 -7i?Yi/2W\*i/)V) -1H-7P [2, 3-g] 
6 0 

1- (2-7yb*IfJW -4, 5-ytHn-lH-fi; [2, 3-g] - 
-f>^V-;H. 0 0 g£i^+t>->3 Om 1 Z.ti\Z2. 
-5, 6-i>v7/-l, 4-^>7^y>2. 8 0 g Sgi&KTjjn*., 8 l^fWJP 

ffilM y U * 7A^D"?b^77^ "til! L, 1- (2 

-7yh'IfJW -lH-fi; [2, 3 - g] -f >W-)VO . 7 3g«fi 

#«6 1:1- (2-7vFl^) - 7 -7*Pt- lff-fl/ [2, 3-g] 
< 

##F"16 2:1- (2-7yh*Xf^) -7-3-F- lH-fiy [2, 3-g] 

###|6 3:1- (2-7yFX?JW - 8 -*?)\- 1 H- If5l/n [3, 4- 
e] [1,2] ^>X-rv^^7-^ 

##i6 4 : 1- (2-7yFl?;W - 7 - 1 H- tf 7 7 P [ 3 , 4- 

##«6 5 : 7-3-F-lH-?i; [2, 3 - g] -T >^\/-;P 
###16 6 : 7 -7*P*r- 1 H-fi; [2, 3 - g] -f >?V~-)V 
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##$|6 7 : lH-fx; [2, 3 - g] -f >W—)V 

###|6 8:1- (2-7vFxfJW -7-/fJhlH-fI/ [2, 3-g] 

##09 6 9 : [2, 3-g] <1>W-)V 

###]7 0 : 7 -X9M1/- 1 H-fi; [2, 3 - gH >W—)V 
###!]7 1 : 7-^^-lH-7D [2, 3-g] <1>?V—)V 
###J7 2 : 7— fVTW^- lH-f!/[2, 3 - gM >?V-)V 
##$J7 3:1- (2-7yFlfJW [2,3- 
g] )V 

###!J74 : N- [2- (1H-7P [2, 3-g] -f >?V-)V~ 1 f ;W X 
7-fe h75 H 

##01J 106 0 tWCD^C^O, ##0>J7 507 6 0ft£ft*fc&. 
##$J7 5:7-^ h + >>- lH-fi; [2, 3-gH>^/-^ 
###J7 6: 7-tert-^;U- lH-fl/ [2, 3-gM>^V-^ 

£&<7)7W;WfcTOCJ;t9, ##F!l7 7W7 8 0fb£*&ftfc. 
##«7 7 :N- [2 - (4, 5 -~>*fc HP- 1 H-7D [2, 3-g]<>^7 
-)V-1-^)V) x^] 7-feh7=F 

##fi|7 8 : N- [2 - (4, 5 ->? fc H P - 1 H- 7 P [ 3 , 2-g]<>?V 

-jv-i— r;w x^;p] 7-feh7an 

###IJ 7 9 

7;Hf>a«£T, 7K^b^hU^7A0. 7 2gC->7fMM75 HI 5ml 
feSP*., £tl£##0iJ106 0t|WHHMST#f.n7ilH-7P [2, 3-g] 
-f >^»A- 6 0 gCQ> ; ^^;i/^;i/A75 H (1 0m 1 ) JS?ffi 5 feflS~FU, 3 0 
ftmWLfr. JEK:, EMi:*ST, 7o«if^2. l Oml^^Iir 
2«»l-£ 0 ^ra^7K^^^^Wx^Tttt±it/to WM^frii. 

^U#y;i^7A^D^b^7^-Tf#Mb (1H-7D [2, 3-g] 

y-;u-i— f;u) Six^2. 7 0gS#fc. 

8 0 
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5 0ml ^n(I (1H-7D [2, 3-g] 4>W-)V- 1 -'OW 

Hfi»X3\>U2. 6 0g©7h7kb*n75> (10ml) M&fiTFU ilUT 

^C'A^^ILfci, 7K0. 44ml, 1 5 «*BMfc^ h U tfA*»ttO . 44m 

i , * i . 3 0mi ^mkmx, smzx 3 o#rast#b&&, »«^^> 

7Ai-fe7-f b£*n*., SEt 3 0#M8t#Lfc. ^mm^±y^ hMdcfcOl^, 

issiEiii, 2- (iH-70 [2, 3-g] -r>^/-;u-i— f;w x 

^y-;H. 8 2 g&flfc. 
8 1 

2- (1H-7D [2, 3-g] 1 I --VI) X^y-;H. 80 

gO^^^XW+yF (l 5m I ) ^ChUX^;U7a>4. 2 0m l tS 
0 3 - tf'J v>^#:4. 7 4g0y^?MM+yF (15ml)»«SM, 
MKT 3 0#IWJ*#Lfc. aft$£7jc£&tt> lN^KTKtttwbfc^ ff»x 

-T#t$gu (ih-7d [2, 3-g] 4 1 7-feh7;Px 

k H 0 . 8 9 g £t#fc 0 
#%FlJ 8 2 

7;i/^>m^T> Tjc^b^-h'J^AO. 2 7g^y^fMM7SF (10m 
D»*l:iH-70 [2, 3 -g] -f >?*/-)Vl. 0 0gOy/f;VMA7 
(5ml) ®$£3K?MfcJfiTU 30»rWbL II:, R*Rfc*ftT, 

T'atri/^^^Ho. 5 2mi ^-rnxmuxA immmwbrz. fcj&m%*7k^ 

^>")A«Lf:. »#&S3jbfcft, 8S&yU*7>*7A^07hif77 
xf-TSMSLl- (1H-7D [2, 3-g] 4>?V-fr- 1 ->f;W 7°D/\°> 
-2-*-;U0. 5 9g£t#fc<, 

###J8 3 : (J?) -1- (lH-t^Va [3, 4-e] ^ > XttW- h- 
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i -^)V) -2-?°un;-)V 

##f!)8 4 : (R) -1- (7-*3-)V- lH-tf^/P [3, 4-e] ^>X^ 

###J8 5: (J?) -1-(1H-W [2, 3-g] 4>?V-)V- 1 -'OW 

- 2-7°PAV-^ 

###J86: (J?) -1- (7-^n^-lH-fi;[2, 3 - gH >ifV")V 

-i-4)V) -2-7°p/v-;i/ 

##0iJ8 7 : (J?) -1- (7-3-F-lH-fi; [2, 3-g] 4>W~ 
^-l-'OW - 2 -7°DAV-Ji/ 

###J8 8: (fi) -1- [2, 3 - g] -f 

ov) -2-7°pav-ju 

###J8 9: (i?) -1- [2, 3-g]'f>^/- 

-2-7°pav-jI/ 

###19 0: (J?) -1- (7-IfJHlH-fxy[2, 3 - gH ^V*-^ 

- 1 -4)i) - 2-7un;-)]/ 

##099 1: (J?) -1- (7-^l/-lH-7n [2, 3 - g] 4 >^/-)V 

- 1 -4M - 2 -7*P/V-;P 

##^9 2: (J?) -1- (7— TV^Ptf^- lH-^X/ [2, 3-gH>^* 
###J9 3: (J?) -1- (3-/h^y-lH-7D[2, 3 - gM >^y*-;V 

- 1 ~-r;i/) -2-7°pav-^ 

###!|9 4 : (S) -1- (1H-7P [2, 3-g] 4 >?*/-)V- 1 -"f )V) 

- 2 -7°pa/-;|/ 

##0i]9 5:1- (1 H-7P [2, 3 - gj 4 >#V—)V- 1 -'OW -3, 3, 

3- hj 7;ktp- 2 -7°pa/-;i/ 

###J9 6:1- (1H-7D [2, 3-g] 4>?V~)V- 1 -"OW -2--> 

###49 7: (i?) -1- (3-X^-lH-7D [2, 3-gW>^V~^ 
-1-4 M -2-7°PAV-;i/ 
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##$J 9 8 

##^J82, 2 1^2 9tl^i«:<t0, (S) - 1 - 
t!;i/) -1H-7D [2, 3-g] -f >^/-;i-^#fco 
##^J 9 9 

7;1/^>»T, iW^y-)A^n5 Hoi. 0Mfh7kHn77>g 
t5ml &rb7kFU77>5mlTffiU ^tlt (1H-7P [2, 3-g] 
■i>yV~)V~ 1 — f JlO h7Jl/xt HO. 30gK>rh7hh'n77>(5 
ml) &S»£JRTU Ml:t3 Hf^a^bfco M»i&te7>^x7A7kM 

^>7AT«Lfc. M£«L£^ »y'J*m7A^n'?b^77 

^-tiili- (ih-7d ( [2, 3-g] -r >^v— 1 — r;w -2- 
7^y-^o. 2 9 g*t#7co 

9 9 £|W]$07j&££ 0 , 100^102 Oft^tl&ttfco 

###U 00:1- (1H-7P [2, 3-g] -i>yV~)V- 1 ~^)V) -2- 

##f!jl 0 1:1- (1H-7D [2, 3-g] ^>^ S /-;U- 1 -3- 

^^;u-2-7^y-;i/ 

#%FU 0 2 : (1H-7P [2, 3-g] <1>W— 

)V- 1 -^f;w x5>;-)i 

1 0 3 

5-7U;p-4-**V-4, 5, 6, 7-rh7tFo^> > / [b] ft7i 
>1. 8 0 g, B3^b^^5^A2 5mg, 7K1 5m 1 , i?ttV>4 5ml*6 

Tssmti, fcmm%2 4-2 6t;£#5&#&m3 7$srr hj£A4. 2 0 g 

2 H U 7A7KM, ^7KOllMH»bte7K«^^ 

^>7AT«Lfc„ ^JE««bSS&'>U*y;^7A^PT 
b^5 7>f-Ti|*KU (4-^+7-4, 5, 6, 7-fh7tFD^>y[b] 
5P:t7x>- T-fehT^xt HI. 3 3gS§&. T^rkFftl. 3 
2g, N-7-fex;PX^U>> ? 75>l. 3 9g*MH>5 0mllcS*PU 21 
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mzmmzm^'fe, ffiiiLN- [2- (4, 5-ytFD-iH-fi; [2, 

3 -g] <>K-;u- 1 x^;p] 7-teh7S Hi. 3 8g§ifc„ z.(Di\: 

###J6 0 tl^&TJfeKckON- [2- (lH-^xy [2, 3-g] 

#%#J 7 9 tlWtfUcD^Cj; (9 , ###J 10 4^115 0>fcMj£*#fc. 
###|1 04:2- (1H-7D [2, 3-g] 4>M-)V- 1 7°Pk° 
:tx h U ^ 

mmn 05 : 2- (ih-7d [2, 3-g] <i>?v-)v- 1 7-th 

7x7 > 

###U 0 6:2- (1H-7D [2, 3-g] O^lA-^- 1 -- f;W v£D 

0 7:2- (3-I^-lH-7D [2, 3-g] 4>&V>-)V- 1 - 

##W108:2- (1, 5, 6, 7 — r h 7 h H P *si7 n^>? [ f ] < >^ 7- 

l --ow 7iz h- h 

0 9 : (7 -X-3MI/- 1 H-fi; [2, 3 - g] < >#V-)V- 1 -- f 

###1110: (7 --r V7°pt°;i/- i H-fi; [2, 3 -gH>yy-;i/- 1 
-<jio 7-fehxhu;p 

###4 111: (1 - (2-*3\H/- 2 -XhP - 1 -7Pt°;W - 1 H-7P[2, 

3 -gH>^7-;p 

###jii2 : l- (i - t -?h*yti)V^~)V7WJ>- 3-<;m^;io 

-1H-7P[2, 3-gH >^y-;l/ 

##^113: 1- (1 - t -7>^>#J^x;!/7ii^> 5 >-2-i';M^) 
-1H-7P[2, 3-gM>*V-;i/ 

###U 14:1- (1 -1>l?)\,W) z?>- 3 -<1 to*?)],) - 1H-7P[2, 

3-gH>?V-;u 

22 



WO 98/56768 



PCT/JP98/02579 



mmn 15:2- un-tr^/p [4, 3-h] u>- 1 -<)V) r±b 

1 1 6 

6-t Fn^y-7-7sy^>^;-;vo. 40 ge^;i/hSS?x^;n 0m 

xu^y;i/^7A^PTh^^7^-Tii^t 1 H-e^yp [3, 4-e]^> 
x^-w/»;i/0. 3 1 g£t#fc 0 
1 1 7 

1 6 D, r-^-lH-^Vn [3, 4-e] 

##f j 1 1 8 

i/i7u*>9[fM>y'/—)v- 7 - 1 h-*>o. 2 0 g©hU7MD@« 

(2ml) mmz b UxfJk>7> (0. 5 6ml) SSkftTiJH*.. S?MT'l 4P# 

7-f-T?»8Ll, 5, 6, 7-fh7tFDy^D^>^[f]<>^/-Jk0. 
0 8 g 

##0!| 1 1 9 

5-Xh + yAtoh4-t^V-4, 5, 6, 7-fh7tFn^>V 
[b] 77/3. 0 0 gCDX^y-Jl/ (50ml) t F 7 'J >-7KM£flP 

iJETW§Itl:<t^T4, 5-yt FD-3-tFn^y-lH-7P[2, 

3 -gK>^v-;i-£#fc 0 t#e>nfc<b^tii. 50gco, i, 4-> ? ^-+-y-> 

(10ml) , (20ml) M!:y7^^> (2 e q) £Jq*gi& 

iiU|f.tlMII^yU^W7A^D7F^77^--ej|Sb4 1 5~yh 
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HP- 3 -* h^v- 1 H-7D[2, 3 -gH>^7*-Jl/0. 8 0gSftfc. - 

coifc^rtiJ;^ ^weotPlfllMCkD, 3 i H-7D [2, 

1 £|^©77&^£D, ##0»J1 2 0 01 2 1 0{fe£tt£ft&. 

20 : 7-#PP-4, 5~yth*D- 1 H-fl/ [2, 3-g] -f > 

##FU 2 1 : 7-*3S>U-4, 5-ytFD-lH-fi; [2, 3-g] -T > 

106 0 tlRlttO^ffitCj; 0 , 1 2 2 ^ b 1 2 4 ©^tl£t#7c 0 

mmmi 2 2 : 3 -^-9^;ix- IH-yu [2, 3-g] -f >W-)\, 

12 3: 3 -7°PtfJ]/- 1H-7D [2, 3-g] -f >*V~;P 
##f!ll 2 4 : 3-X3\>U- 1H-7D [2, 3-g] 

i 2 5 

###i2 1 02 9 tmm<Djjm\z&K), 1- (2-7-/F-3, 3, 3-mj 

7)V*n7u\Z)V) -1H-7U [2, 3-g] >^V-Jl/£t#7c„ 

1 0m 1 lifflHB**, unfcfcfrT, 1- (2-7^FlfJW -1, 4-ytH 
□ fX7 [2' , 3' : 4, 5] x£n^>* [1, 2-c] t?7V*-;K). 5 6 
gOfh7kb'a77> (5ml) ^M&*nx.3 0#Wlft#Lfc. 

•-^^jn^iatJ^K^tu^^Ay^s-^AS^u, sn, 7K0. ismi. 

1 5%7K»^hU'7A7j<W0. 18ml,*0. 5 4 m 1 &Mg#:fln*. 3 0 #H 
Jjy&truvbyyyj- (MMffl. : £ p p^;VA/^ / -;u= 9 5/5) 

T)vmM&i)ux&vtzm&*mwk, «jEft«L2- a, 4-^tHP^xy 

[2' , 3' : 4, 5] y^D^>^ [1, 2-c] hf 7^^- 1 — f ;P) X:P 
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$mm i mmommzk o , mmm 2 ^e, 1 3 mt^^%it. 

mmm2 : 2 - (l, 4-ytFDW [3' , 2' : 4, 5] i^a^>^ [l, 
2-c] t°7 7-;u- 1 iW5> it^it 

TO : 1 - (2 - TyFlfJW - 1, 4 - yt H Pfx; [ 3 ' , 2' : 4, 
5] v;7P^>£ [1, 2-c] tf^V*-^ 

H»3 : 2 - (4, 5-ykh'D - 1H-7P [2, 3-g] -f >^V/~;l/- 1 
TO: 1 - (2 -TyHl^JW -4, 5-yt h*0- 1H-7D [2, 3-g] 

HJE#j4:2-(4, 5 - yh Hp- 1 H-7D [3, 2 - g ] <f >9V-)V- 1 

TO: 1- (2-7yFlfiW - 4, 5-yth*D- 1H-7D [3, 2-g] 

M#!]5 : 2- (4, 4-v*5P^-4, 5-ytb'D-l H— 7 □ [ 2 , 3-g] 
-f >y^-;i/- 1 — IfJl/7 5> JftB^fi 

TO: 1- (2-7y'Fl^) -4, 4-^/^-4, 5-ytFP-lH 
-7P [2, 3-g] -f>^V/-;i/ 

'HMf!|6 : 2 - (4, 5-ytFD-lH-fxy [2, 3-g] -f 
1 -- r;W X?-;y7 5> 

TO: 1- (2-7yh'I^) -4, 5-ytb'D - lH-fi; [2, 3- 
g] 4 

: 2 - (1H-7D [2, 3-g] < >^V-)V- 1 — f;W -1-^ 

TO: 1- (2 -7vH7ntfJl/) -1H-7P [2, 3-g] 
§yg#J8 : 1 (1H-7P [2, 3-g] <>^V*-;U- 1 -- f;W 

TO: 1- (2-7yF7*fJW -1H-7P [2, 3-g] <1>?V-)\> 

mmm9 •. 1 -v^p^*^- 2 - a h-7p [2, 3-g] <i>w—fy- 
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mmmi 0:2 - tiH-fi; [2, 3-g] -o^v-)v- 1 — r;w x^ 

J®^: 1- (2-7vb*X3Ml>) -lH-^xy [2, 3-g] -f 

mmmii: (s) -2- (ih-7d [2, 3-g] -r >^y-;i/- 1 — 

TO: (S) -1- (2-7yF^Uh» -1H-70 [2, 3-g]-f>^ 

«0U 2:2- (1H-7D [2, 3-g] -f 1 — -f;iO - 1- h 

3 : 2 - (1H-7D [2, 3-g] -f >?*/-)V- 1 x^DA 
+ '>;P75> 77MI 

8 2, 2 1, 2 9 0M#| 1 <bN*f©77&{;J; 0 , ^Jflsfll 14015 

WJH: (S) -2- [2, 3-g] «f 

l — f;w - l -^^;i/x^il/75> 77j«S 

[2, 3-g] <>^V'-^0 (R) -7° 
M^l 5 : (S) - 2- (7 -tert-7*^;i/- lH-fl/ [2, 3-g] 

i — - i-*3\>ux^;u75> 

Mft: 7 -terl-y?;i/- lH-^xy [2, 3-g] <>^\/-;KW (/?) 
«#>J 1 6 

##f!ll, 2 1, 2 9, 6 O&tf&Jfiflll t|Rlfl6©^t«fc0, 3-tert-7> 
;i/-4-^-+V-4, 5, 6, 7-f N7tFD^; [b] Wi>*6 2- 
(8-tert-^;P- lH-fiy [2, 3-g] -f "s )V) X5P 

^7 5> 



##FJ2 1, 2 9, 6 0S»J 1 t|WH$»77^(CctD, 2- 
4, 5-ytb'P-lH-7U [2, 3 - g ] <i>? s S-)V- 1 — < )V) X*/- 



JfiWl 7 
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)Vftt>2- (7 1H-7U [2, 3-g] -f >?V-)V- 1 -< M X 

mmm 1 8 

###421, 2 ilWJ^M^t^D, (S) -1- (1H-7D 

[2, 3-g] -f >yv-)V- 1 (i?) - 2- (1 

H-7D [2, 3-g] -i >?V-)V-1--()V) -l-^f;VX^75> 2 
1 9 

1- (2-7^Hx^;l/) -7-7^^-4, 5-yhFn-lH-fi; [2, 
3-g] O^V-Jl/O. 32g^fh7hFD77>l 0ml ZLtli; 
h'J7xZMX7^>0. 3 1 g£in;i> MtTl^fFTOUfc. HJ 7 
x.~)V*7.yj >0. 3 1 g£iPx. lB#»^jS8KLfc^ 7j< 0 . 0 3g£JP^ 

5-7^- ^□P*^A/^^y~J^ISIn7> ; &x77K^= 2 0/1 

/o. i~io/i/o. i) tfisu uMx^y-M. 5mii;i§iU 

:tic4NMtixf«o. 1 smissn*., ^tz^^mmk, mmt 

iL2 - (7-7*P ; E-4, 5-ytFD-iH-fiy [2, 3-g]-f>^V 
%mm2 0:2- (7-ynt- 1 H-fi; [2, 3 - g] -f >?V—)V- 1 - 

-r;w xws> mm 

WM\ 1- (2-7yh'XfJW -7-7nt-lH-fiy [2, 3-g] -f 
»#4 2 1:2 - (8-;*5\>|/-4, 5 -yk h*D- IH-MyVu [3, 4-e] 

[l, 2] ^>x-rv^+ity-;i/- i — r;w iw5> mm 

%-ffiM2 2:2- (7 - ^^JU- 1 H- k^V*P[3, 4 - e]^>^7^- 
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i --r;i/) x5^7 5> mmM 

«f!l2 3 : (S) - 1 -*J-)V-2- (lH-tf^/P [3, 4 - e ] ^>Xt 

%W\2A : (S) - 1 -^g 1 ^- 2 - (7-^^;U- 1 H- M^Ju [3.4- 

e] ^>X3r*W-)V- 1-1)1) XWS> 7?;H1 

M^J2 5: (S) -l-pWl—2- (lH~fi; [2, 3-gW>^7- 

M^: (S) -1- (2-7vH7°ne;l/) -lH-fx; [2, 3-g] -f > 

HSS#J2 6: (S) —2— (7-70 ; 6-lH-f'X/[2, 3 - gH >^/—)V 

(S) "1- (2 -7vH7Ptf;P) - 7-7o€-lH-fi;[2, 

3-gH>yv*-;b 

»J2 7 : (S) - 2- (7-3-F-lH-fi; [2, 3-g]-f>^V- 
1 -<)V) - 1 -*^Jl/X^75> 7T«$ 

m\\ (s) -1- (2-7vH7 , ntf;W - 7-a-F-iH-fx; [2, 
3-g] -r>yy-;u 

»FJ2 8: (S) -2- (7-^PP- lH-fX/ [2, 3-g]-f>*V- 

1 — <;w - 1 -^fjHf^75 y 7y;«^ 

Jg*4: (S) -1- (2-7vH7°Pt!;i/) -7^0D-lH-fl7 [2, 
3-g] -i>yV-)V 

nMM2 9 : 2- (7-^^-lH-fi; [2, 3-g] <>^7*-^- 1 - 
-f;i>) X7-;U7 5> 77J1/SI 
Mm: 1- (2-7y'HlfJW -7-/^-lH-fxy [2, 3-g] < 

H»3 0 : (S) - l~^^;U-2- (7-^f^-lH-fi; [2, 3-g] 
-f>^V-JU- 1 X3MU75> 7?J«i 

(S) -1- (2-7^H7Plf;n -7-/^-lH-fxy [2, 
3-g] O^V-JP 
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^mmSl : (S) -2 - (7-I^-lH-fx;[2, 3-gH>^/-^ 

- i — f ;u) - i -^3^x?MP75> 7^;UBWft 

D^Sf: (S) -1- (2-7vK7°Ptf;W -7-I^-lH-fiy[2, 

3 - gH>^v*-;p 

MFJ3 2: (S) -1-/^-2- (7-^^-lH-7n [2, 3-g] 

M: (S) -1- (2-7vF7°nt:;i/) - 7 -^ffJU- 1 H-7P [2, 3 
-g] 

mMM3 3: (S) -2- (7-<V7°ntf;i/- lH-^xy [2, 3-gH>^ 

»/-;!/- l —f;w - i -*3Mk£5P;U75> 7?j«1 

M^: (S) -1- (2-7vH7°Dhf;l/) -7— rv7Pt:;u- iH-fiy 
[2, 3-gJ-O^^-Jl/ 

MFJ3 4 : 2- (7-Xh + v- lH-fi; [2, 3-g] -f>^V~^-l 
ffiW: 1- (2-7vHX5 1 JP) [2, 3-g] 

M3 5 : (S) -2- (3-IW-1H-7P [2, 3 - g] -f >^V*-;i/ 

- l - l -/f^x^7$> 

JBfl: (S) -1- (2-7^H - 7°Dtf;P) - 3-IfJklH-7D [2, 3 

-g] -f>^/-;i/ 

«#!|3 6 : (S) - l-*3\fc-2- (3-7Dk>-lH-7D [2, 3-g] 

•o^\a-;l— i --r;i/) x^7 5> 2« 

JBtt: (S) -1- (2-7yH7'ot°JW - 3 - 7*n tT;P- 1 H- 7 P [2, 

3-g] -f >^7-;i/ 

fTO!l3 7: (S) -2- (3-^ b^->- 1H-7D[2. 3-g]<>^;'-^ 
-1-^?J1/XW$> 77J«I 
M^: (S) -1- (2 -7vh*7°Ptf;i/) - 3-^h^y-lH-7D[2, 
3-gM>^V-^ 

»|38 : 2 - (7-3-F-4, 5-yhb'D- lH-fX7 [2, 3-g] 

29 



WO 98/56768 



PCT/JP98/02579 



TO: 1- (2-7yh*lfJW -7-3-F-4, 5-ytFD-lW-fI 
/■ [2, 3-g] -f>^i/-;i/ 

H»3 9:2 - (7-3-H-lH-fi; [2, 3-g] -f >?V-)V- 1 - 
TO: 1- (2-7v7xfjW -7-3-H- lH-fi; [2, 3-g] -f 

M0IJ4 0 ; 2- (8-*3\>P- lH-fcf^/n [3, 4-e] [1, 2]^>X 
TO: 1 - (2-7yh'IfJW 8 - *3SH,- 1 H- £5l/D [3, 4-e] [1, 

2] ^>x< v^-y-y-ji/ 

»0|4 1 : 2 - (7 h*->-4, 5-ykFD - IH-fl/ [2, 3-g] 

TO: 1- (2-7yFXfJW -7-^h + v-4, 5-yhFn-lH-f 
xy [2, 3-g] -f>^V-Jk 

»J42 : 2 - (7-^OD-4, 5-yb FD- lH-fl/ [2, 3-g] 

TO: 1- (2-75>Kx5\nO -7-^PP-4, 5-yth'D-lH-fI 
7 [2, 3-g] ^>^7~;i^ 
^JEf J 4 3 

[2- (1H-7P [2, 3-g] <f>*V-;p- i j-thr 
5 FO. 5 1 g©lfP>^ij3-JV (2 0ml) iftttKlTKBfeYt* U ^ A 1 . 6 0 
g£tJP^l 7 0rT2f^W#L/i o MSMLfcl, ;KT«U ffl^X?- 

^M^fe^ m^mu ^e»nfcas&->u*yju*7 

A7PTh7*?7^- (jftfBK: ^□□*M/^^y-jl'=9 5/5) T»$SU 
2 - (1H-7P [2, 3-g] -f>^/-;U- 1 -'fJW X7-;U75>^t#7Co 
»6ttfc2- (1H-7P [2, 3-g] 4>M-)V- 1 — fJW I^75> 

&x^ y -)vtmmx.?-)i(DU&mmizmffiL, z.n\z 4 Ntssiifj^^s 
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m^^rzB^mmm, «jE<e«L2- uh-7d [2, 3-g] <>w- 

^» 4 4 

###i6 o Rtf&KflH 3 tmm<D%m\z£.t)N- [2- (4, 

1H-7P [3, 2-g] -f >?V-)V- 1 — fJl/) X^JIO 7"feh75 F^b2 

- (ih-7p [3, 2- g ] <>^y-;i/- 1 -im xw = > 

mmm4 5:1- (ih-7p [2, 3-g] o^ji/- 1 --om^io rf 
7-^7 $> mmm. 

mmm4 6 1 - c 1 h-7d [2, 3-g] <>^v-ju- 1 --omtju) - 

##^6 OR^JI^Jl 9 t«©^SHJ;D,«^!|4 7»4 8C0ft;£tl£ 
3SJfi0!l4 7 : 2- (7-* h*v- lH-fiy [2, 3-g] -f 1 
TO: 1- (2-7^h*X^;U) -7-*H*v-4, 5-ytb'D - 1 H- 7 

i; [2, 3-g] ^>?V-;i> 

SIJSfH 8:2 - (7 -7PD - 1 H-7X7 [2, 3-g] 4>?V-)V- 1 - 
TO: 1- (2 -7vHX7;W - 7-^PD-4, 5-yhFU-lH-fI 

/ [2, 3-g] i>?v-)i 
mmm 4 9 

mmm4 3 tmm<Djjm\z£v, 2- uh-t-x/ [2, 3-g] -r->K-;i/ 

- 1 -- f ;w 1^75 >£#fc 0 

mmmb 0:2 - (1H-7D [2, 3-g] <>^V-;u- 1 7ohf^ 

7^> jftftfi 
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mm: 2- (1H-7D [2, 3-g] l -- r;w 7°nk:*xh 

M#)J5 1 : 2- (lH-f^/D [4, 3-h] */U>-l— -f;W X^;P7 
TO: 2- (lH-k7l/n [4, 3-h] 3VJ>-l—f;P) 7-fehxMJ 

;i/ 

«f!)5 2:2-(l, 5, 6, 7 -x h 7 k Fa D^>^ [ f H >?*/-)V 

»#ij5 3:2- (7 -X^JP- 1 H-fl/ [2,3- gH yW—)\- 1 

TO : (7 1 h-?i; [2, 3-gH>^/-;],- 1 -<JU) 7-fe 
hxh'j^ 

M#1J5 4 : 2- (7 —f V7°PkJb- 1 H-fi; [2, 3-gM>$V-;P- 
1— f;P) x^75> 

TO: (7-^V7 , at>-iH-fiy[2, 3 - gH>^/-^- 1 
7-bhxhU;i/ 

M#J5 5:2 - (3-X^Jl/- 1H-7P [2, 3-g] O^V-^- 1 ->f 
)V) X^JP7 5> 2&&& 

TO: 2- (3-X^-lH-7D [2, 3-g] < >?V-)V- 1 
7izhxhU^ 

##0!I7 9&^'»#ijl £[H14£©77&£J;D, «#|5 6&tf5 7 0ft£tl£#fco 
H«5 6:2-(7, 8 - vk H □ - 1 H- 7 P [ 2 , 3 - g] -T >^J-)V- 

TO: 7, 8-^k HD- 1H-7D [2, 3 - g] -f ^y*-^ 
»fJ5 7:2- (7 -terl-7*^- 1 H-fx;[2, 3 -g]<>^7-;P- 
1 — f;P) x^;U7 5> 

TO: 7 -tert-7'^- 1 H-?I7 [2, 3-gH>^V-JP 

mmm 5 8 

###|7 9 tmU<Djjmz£K), 3-^fJl/-lH-7P [2, 3-gM>^ 
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V-)lt (S) -*$>7,)lft>m: (1 -1>*?)\,-t*rz/%)V'$= : )l,£ P'J^>- 
2 — f *?-)VfrP> (S) - 1 ~^>9)V^iyts)^=.)V-2- (S 

-ih-7d [2, 3-g] f ;m^;w tnijy>^iL 

Cta^;-^ (2 0ml) Mb, 10%A5y^A-K$0. 0 6 g £JP 
A, ^BEtK^H^TI 2ffllS«LL K«fi^**-fe7-1' hSffl^T* 

#u -n(34NS»^x^^i omi muz., %m&m&k* &*>tutn 
(s) -3-;<^-i- (trau v>- 2 -^m^w -ih-7p 

[2, 3-g] >(>yV-)l/ 17g&#fe„ 
^Mf'J 5 8 £|^*£07}&K: <fc 0 , »^ 5 9 ^ b 6 2 OJ^^tfcS^fc. 

mmms 9 : (s) - 3 -x^mu- 1 - (tfp>j^>- 2 --r - 1 h- 
7u [2, 3-g] 4>w-)v tmm. 

»J6 0 : l-[ (R) -2-tfDU vXjM?MP]- 1H-7P[2, 3-g] 
JSW: 1H-7P[2, 3-gH>^/-;W£ ( J?) — ( 1 SW** 

;i/^x;i/tfp'j> ? >- 2 *?)\, *$>*)i*j—h 

mmM6 1 : l-[ (S) -2-tfPU^x;l/^^;W- 1H-7P[2, 3-g] 

<>^7-;p 2 Mil 

TO: 1H-7PC2, 3 -gH >?V-)lt (S) - ( 1 -A>yM+y* 
«F46 2:1- (2-^U'Wf;M - 1H-7P[2, 3-gH>^7~ 

;u mm 
mmm 6 3 

1- (2-^^-2-XbP- 1 --fu\L)Vl -1H-7P[2, 3-gH> 
7V-JI-0. 3 7g(5^^;-^ (10ml) SSCRftS^O. 0 4g£Jn*.7K 
^ffl^T, £i&T2 4l»SIHM*#Ufc. WKty-fF^^liU m 
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n-. ?nu-fc)i&/ y ~)v/mnr >^Y7\i= 100/10/1) Till 

4gCD2- (1H-7D[2, 3 - gH 1 - 1 , l-"J^ 

)VJL^)VT 5 > 2 
^SSfll 6 4 

2- (1H-7Q [2, 3-g] -f >W-)l- 1 — fJW ->^D^>^y>0. 

5 0g5i^;-jnomiMu ^n(;th'D+y;i/75> mm&o. 4 
3 gwtru y>2m i 1 is missel Maes&m mmzu 
ffliu £ft££nn#;kM3igfl?Lfc. :ti^*Rr>lwtt h u <7A7K?g 

[2, 3 -g] -f>^/-;U- 1 -- f;i,) ->7n^>W5> 77J«i^f 
MM 6 5 

mmm6 4tmu<D^mz^K>, 2- uh-^p [2, 3-g] <>^y-;u 

-l-^Jl/) -l-7i^HW5> 0. 5 77J^i^lfc» 
6 6 

1 - (1 - t -^F+^M-0W>- 3 — om^W - ih-7d 

[2, 3-gH>^/-;K). 4 6g©WlfJKl0ml) WC4N1II 
SEX^igiK (3ml) &JnA^7r4ra«^tfc 0 mt&&mi£T%£L1t<0*>> 

$yU^M7A7n7h^77^- (7§« : ^\^>/^X^=5/ 
1) TfitSSU ^^/~;i//'ft^X5 1 ;i/^T7V;i/^i:ffig-r^^i:^cJ;0 2 

(1H-7D[2, 3 - g] -f >£V-^- 1 -- f ;W 7/P tf^7 
5> 77J«i0. 1 9 g^mtc, 

MM 6 6 tF\m<Djjmz£<0, MM 6 7&££6 8<7Mfc&«Bl£*#fc. 

MM 6 7:1- (7Wv>-2--r;k/^;W - lH-70[2, 3-gH> 
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2 mm. 

1- (1 - t -W^'ytD^~)V7^-yy~2-^ )V^)V) - 1 H 
-7P[2, 3-g]1 >^J-)l 

mi&M6 8:1- (7^y>-3-<JWfJW -1H-7P[2, 3-gH> 
jfV—ft 77JHSi 

JSCft: 1- (1 - t - 7h + y*J^Jl/7ffy>-3-<JMfJW - Iff 
-7D[2, 3-g]^>y7"^ 
»0J 6 9 

mmn, &ow^mmitmmo^m\z^r), a-^v-a, 5, 6, 7 
-f h7t Fn^>>; [b] 7^>t 3 -t K^vV - 1 -^>y-r;i/tfou v> 

(1 -^>VW^- 3 - t°DU -1H-7D[2, 3-gH>y 

(tfPU v*>- 3 -4)V) -1H-7D [2, 3-g] 

%i$m 7 0 

1- (1 -^>>?;i/hf^U v>-3 -l^M^l/) -1H-7D[2, 3-g] 
-f>^/-Jl/0, 1 7 gOy^DDI^ (20ml) »2-^DDX5 1 ;^ 
PP^JM-h (0. 15ml) ^JP/ioMflTFl 3TO«U ^<7M£^7 
-;K2 0ml) SJpA$eicjp^S«ET3I^MIKHiLfc. »JR£«JETS£b& 
cot, l Ni&if/KfcMU SlifJWlfc. ^£ftfc&Kttbtli$&&&# 

#=100/10/1) Tffgiu :n^^^y-^/s«x^n'4Nin 

Hx^aitSCtCiOO. 05gOl - (3 -t^'J i?)V*?-)V) - Iff 

-7P[2, 3-gH>*V-;U 2 
M#iJ 7 1 

##0U, 2 1, 2 9, 6 i|^SiO^j*C«k0, 2- (7-7-fe 

ws;-iH-fx; [2, 3-g] <i>?v-)V- 1 — r;w xws> 
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Ex. :»£Wf 

NMR : mm.P&Z'V? h)V OffBBLft WHDDMS0-d 6 , TMSrtlflWP) <5 : 
m/z : !8£##rffi (m/z) 
Me : *^)m 
Et : X3^S 
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- 1 


Rf. 




1 


NMR: 2. 70-2. 76 (2H, m) , 2. 90-2. 96 (2H, m) , 3. 72-3. 78 (2H, m) , 4. 32 (2H, t) , 4. 93 (1H, t) , 
7. 30(1H. s), 7. 46C1H, d), 7. 49 (1H, d) 


2 


NMR(CDC1 3 ) : 3. 25 (1H, t) , 3. 45 (2H, s) , 4. 06-4. 1 1 (2H, m) , 4. 35-4. 38 (2H, m) , 7. 1 1 (1H, 
d),7.28(lH, d),7.42(lH,s) 


3 


NMR(CDCl 3 ) : 2. 89-2. 95 (4H, m) , 4. 06 (2H, t) , 4. 32 (2H, t) , 6. 58 (1H, d) , 7. 29 (1H, s) , 7. 37 
(1H, d) 


4 


NMR(CDC1 3 ) : 2. 78-2. 81 (4H. m) , 4. 05 (2H, t) , 4. 50 (2H, t) , 6. 39 (1H, d) , 7. 30 (1H, s) , 7. 37 
(1H, d) 


5 


NMR(CDC1 3 ) : 1 . 29 (6H, s) , 2. 75 (2H, s) , 4. 06 (2H, t) , 4. 32 (2H, t) , 6. 59 (1H. d) , 7. 32 (1H, 
s),7.38 0H, d) 


6 


NMR(CDC1 3 ) : 3. 28 (1H, t) , 3. 59 (2H, s) , 4. 06-4. 1 1 (2fl, m) , 4. 39-4. 43 (2H, m) , 7. 1 5 (1H, 
d),7.34(lH,d),7.39(lH,s) 


7 


NMR (CDC1 ,) : 2. 77-2. 85 (2H, m) , 2. 85-2. 93 (2H. m) , 3. 40-3. 50 (1H, m) , 4. 05-4. 1 5 (2H, m) , 
4. 34-4.40(2H,m),7.25(lH,s),7.34(lH, s) 


8 


NMR(CDC1 3 ) : 2. 76-2. 85 (2H, m) , 2. 90-2. 98 (2H, n) , 3. 38-3. 53 (1H, brs) , 4. 05-4. 1 5 (2H, 
d) , 4. 35-4. 41 (2H, m) , 7. 34 (1H, s) , 7. 41 (1H, s) 


9 


NMR (CDC1 j) : 2. 78-2. 85 (2H, m) , 2. 85-2. 93 (2H, in) , 3. 38 (1H, t) , 4. 06-4. 1 5 (2H, m) , 4. 33- 
4.39(2H,m),7.12(lH,s),7.34(lH, s) 


10 


NMR (CDC 1,) : 2. 77-2. 84 (4H, m) , 3. 91 (3H, s) , 4. 04-4. 12(2H, m) , 4. 33-4. 40 (2H, m) , 6. 40 
(1H, s),7.30(lH, s) 


11 


NMR(CDC1 3 ) : 2. 57 (3H, s) , 2. 83-2. 89 (2H, m) , 2. 96-3. 02 (2H, m) , 3. 51 (1H, t) , 4. 08 
(2H, q),4.39(2H, 0,7. 37(lH,s) 


12 


NMR (CDC1 3 ) :2.71 (3H, s) , 2. 87 (2H, t) . 3. 00(2H, t) , 4. 05 (2H. t) , 4. 75 (2H, t) . 7. 33 
(lH,s) 


13 


NMR(CDC1 3 ) : 2. 84-2. 91 (2H, m) , 2. 94-3. 01 (2H, m) , 7. 33 (1H, m) , 7. 51 (1H, s) 


14 


NMR(CDClj) : 2. 87-2. 92 (4H, m) , 7. 31 (1H, s) , 7. 33 (1H, s) 


15 


NMR(CDC1 3 ) : 2. 49 (3H, s) , 2. 76-2. 92 (4H, in) , 4. 08 (2H, 0 , 4. 40 (2H, t) , 6. 92 (1H, s) , 
7.3K1H, s) 


16 


NMR(CDClj) : 1. 32 (3H, I) , 2. 79-2. 98 (6H, in), 7. 05 (1H, s) , 7. 32 (1H, s) 


17 


NMR: 2. 29 (3H, s) , 2. 74-2. 85 (4H, m) , 3. 65-3. 75 (2H, m) , 4. 14-4. 20 (2H, m) , 6. 48 (1H, 
s),7.20(lH, s) 


18 


NMR: 2. 27 (3H, s) , 2. 77-2. 82 (4H, in) , 6. 23 (1H, s) , 7. 40 (1H, s) , 12. 20 (1H, brs) 


19 


NMR(CDC1 3 ) : 1 . 34 (6H, d) , 2. 85-2. 99 (ZH, n) , 3. 07-3. 1 8 (1H, m) , 7. 06 (1H, s) , 7. 31 
(lH,s) 


20 


NMR: 1 . 35 (3H, t) , 2. 66-2. 77 (4H, ra) , 3. 69-3. 76 (2H, m) , 4. 1 3 (2H, q) , 4. 23-4. 28 (2H, 
m),4. 90 (1H, 0,6. 70 (1H, s), 7. 25 (1H, s) 


21 


NMR(CDC1 3 ) : 2. 74 (3H, s) , 3. 59 (2H, s) , 4. 59-4. 69 (4H,m) , 7. 21 (1H, d) , 7. 35 (1H, d) , 7. 41 
(lH,s) 


22 


NMR (CDC1 3 ) : 2. 77 (3H, s) , 3. 45 (2H, s) , 4. 54-4. 59 (ZH, m) , 4. 65-4. 69 (ZH, in), 7. 11 (1H, 
d), 7. 29 OH, d),7.44(lH,s) 


23 


NMR(CDC1 3 ) : 2. 78 (3H, s) , 2. 88-2. 93 (4H, in) , 4. 53 (2H, 0 , 4. 64 (2H, 0 , 6. 64 (1H, d) , 7. 33 
(1H,s),7.38(1H, d) 
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«2 


-2 


Rf. 




24 


NMR (CDClj) : 1 . 29 (6H, s) , 2. 74-2. 76 (7H, m) , 4. 53 (2H, t) , 4. 65 (2H, t) , 6. 66 (1H, d) , 
7.360H, s),7.40(lH, d) 


25 


NMR(CDC1 3 ) : 1 . 57 (3H, d) , 2. 31 (3H, s) , 4. 68(1H, dd) , 4. 82 (1H, dd) , 5. 20-5. 31 (1H, m) , 
7. 20-7. 21 (1H, m) , 7. 40 (1H, dd) , 7. 58 OH, d) , 7. 77 (1H, d) , 8. 09 (1H, s) 


26 


NMR (CDC1 3 ) : 0. 99 (3H, t) , 1 . 47-1 . 68 (2H, m) , 1 . 73-1 . 93 (2H, m) , 2. 27 (3H, s) , 4. 71 (1H, 
dd) , 4. 85 (1H, dd) , 5. 1 3-5. 21 (1H, in) , 7. 22 (1H, dd) , 7. 40 (1H, dd) , 7. 58 (1H, d) , 
7. 77 (1H, d),8. 08 (1H, s) 


27 


NMR(CDC1 3 ) : 1 . 1 7-1 . 21 (6H, m) , 2. 1 5 (3H, s) , 4. 70-4. 89 (2H, m) , 5. 06-5. 1 1 (1H, m) , 7. 1 9 
(1H, dd) , 7. 40 (1H, dd) , 7. 58 (1H, d) , 7. 77 (1H, d) , 8. 09 (1H, s) 


28 


NMR(CDC1 3 ) : 1 . 30-2. 02 (1 1H, m) , 2. 07 (3H, s) , 4. 67-4. 89 (3H, m) , 5. 03-5. 09 (1H, m) , 7. 1 7 
(1H, dd) , 7. 39 (1H, dd) , 7. 58 (1H, d) , 7. 77 (1H, d) , 8. 09 (1H, s) 


29 


NMR (CDCI3) : 3. 60 (2H, s) , 3. 79 (2H, t) , 4. 42 (2H, t) , 7. 1 7 (1H, d) , 7. 35 OH, d) , 7. 42 (1H, 

s) 


30 


NMR (CDC 1 3 ) : 3. 46 (2H, s) , 3. 80 (2H, t) , 4. 39 (2H, 0 , 7. 1 2 (1H, d) , 7. 28 (1H, d) , 7. 45 (1H, 
s) 


31 


NMR (CDCI3) : 2. 9-2. 93 (4H, m) , 3. 74 (2H, t) , 4. 36 (2H, t) , 6. 60 (1H, d) , 7. 34 (1H, s) , 7. 38 
(1H, d) 


32 


NMR(CDClj) : 1 . 30 (6H, s) , 2. 76 (2H, s) , 3. 73 (2H, I) , 4. 20 (2H, t) , 6. 62 OH, d) , 7. 37 (1H, 
s), 7. 39 (1H, d) 


33 


NMR(CDC1 3 ) : 1. 36 (3H, d) , 4. 1 2-4. 23 (1H, m) , 4. 55-4. 58 (2H, m) , 7. 10-7. 1 1 (1H, m) , 7. 38- 
7. 41 (1H, m) , 7. 60 (1H, d) , 7. 76 (1H, d) , 8. 09 (1H, s) 


34 


NMR (CDC 1 3 ) : 1 . 26-1 . 35 (4H, m) , 1 . 56-1 . 83 (7H, m) , 3. 87-3. 93 (1H, m) , 4. 53-4. 73 (2H, m) , 
7. 08 (1H, dd) , 7. 37-7. 40 (1H, m) , 7. 60 (1H, d) , 7. 75 (1H, d) , 8. 1 0 OH, s) 


35 


NMR (CDClj) : 2. 78-2. 80 (4H, in) , 4. 67 (4H, s) , 6. 40 (1H, d) , 7. 32 (1H, s) , 7. 39 (1H, d) 


36 


NMR (CDC 1 3 ) : 2. 77-2. 93 (4H, m) , 3. 77 (2H, t) , 4. 41 (2H, m) , 7. 25 OH, s) , 7. 38 (1H, s) 


37 


NMR(CDC1 3 ) : 2. 76-2. 85 (2H, m) , 2. 87-2. 98 (2H. m) , 3. 78 (2H, t) , 4. 43 (2H, t) , 7. 39 OH, 
s) , 7. 41 OH, s) 


38 


NMR: 2. 72-2. 78 (2H, m) , 2. 85-2. 91 (2H, in) , 3. 67-3. 73 (2H, m) , 4. 46-4. 50 (2H, m) , 7. 38 
OH, s), 7. 57 OH, s) 


39 


NMR(CDC1 3 ) : 2. 78-2. 82 (4H, m) , 3. 76 (2H, t) , 3. 92 (3H, s) , 4. 42 (2H, t) , 6. 41 OH, s) , 7. 35 
OH.s) 


40 


NMR(CDC1 3 ) : 1 . 10 (3H, t) , 1 . 61-1 . 80 (2H, in) , 3. 91-4. 00 OH, in) , 4. 53-4. 67 (2H, m) , 7. 10 
OH, dd) , 7. 39 OH, dd) , 7. 60 OH, d) , 7. 75 OH, d) , 8. 09 (1H, s) 


41 


NMR (CDC1 3 ) : 7. 43 OH, s) , 4. 44 (2H, t) , 4. 22 (2H, t) , 3. 03-2. 98 (2H, m) , 2. 89-2. 84 

/ ott \ n rn /mi „ \ 

(2H, m), 2. 59 (3H, s) 


42 


NMR(CDC1 3 ) : 2. 70 (3H, s) , 2. 87 (2H, t) , 3. 02 (2H, t) , 3. 74 (2H. t) , 4. 82 (2H, t) , 7. 35 
OH,s) 


43 


NMR(CDC1 3 ) : 2. 78-2. 90 (2H, m) , 2. 94-3. 40(2H, m) , 3. 72-3. 82 (2H, m) , 4. 44-4. 52 (2H, m) , 
7. 18-7. 29 (2H, m), 7. 34(1H, s) 


44 


NMR: 1 . 27 (3H, d) , 4. 24-4. 32 OH, m) , 4. 77-4. 83 (2H, m) , 7. 61 OH, d) , 7. 84 OH, d) , 
8.29OH,s),8.90OH,s) 
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45 


MMD • l •> "7 / OTJ A\ 0 1 1 /OTI „ \ A on j nr /in \ a n a j no /mi \ o r i / i tt j\ 

NMR. 1. 27 UH, d), I, 71 (3H, s) , 4. 22-4. 35 (1H, m), 4. 70-4. 83 (2H, m), 7. 51 (1H, d) , 
7.730H, d), 8. 25C1H. s) 


46 


xiw n • 1 OO /on A\ A 1 rt a OC/lTT « \ a t* n a nn/ori \ n n ■s n n i f ott \ n n 1 

NMK. I. id UH, d), 4. 10-4. 25 (lH, in), 4. 69-4. 88(2H,m), 7. 71 -7. 74 (2H, m) , 7. 91- 
7. 95 (1H, m) , 8. 03-8. 08 (1H, m) , 8. 20 (1H, s) 


47 


NMR(CDC1 3 ) : 1. 39 (3H, d), 4. 1 1-4. 23 (1H, m), 4. 61 (2H, d), 7. 48 (1H, d), 7. 63 (1H, d), 
7.74(lH,s),8.09(lH,s) 


48 


NMR: 1 . 33 (3H, d), 4. 13-4. 24(lH,m),4. 70-4. 86 (2H, m), 7. 65-7. 71 (2H,m), 8. 21 (1H, 
s),8.33(lH,s) 


49 


ATl/D //"^rx/" 1 1 \ .1 O fi / ITT J \ a 11 a nn /< tt \ a n n / iitt j\ n if /mi i \ n nn / < n \ 

NMR (CDC 1 3 ) :1. 39 (3H, d), 4. 1 1-4. 22 (1H, m),4. 60 (2H, d) , 7. 45 (1H, d) , 7. 60 (1H, s), 
7.630H, d), 8. 08(1H, s) 


50 


NMR (CDC 1 s ) : 2. 50 (3H, s) , 2. 76-2. 92 (4H, m) , 3. 76 (2H, t) , 4. 45 (2H, t) , 6. 92 (1H, s) , 
7.36(lH,s) 


51 


NMR(CDC1 3 ) :1. 35 (3H, d), 2. 70 (3H, d), 4. 16 OH, m), 4. 65 (2H, m), 7. 39 (1H, s), 7. 50 
(1H, d),7.56(lH, d),8.05(lH, s) 


52 


NMR (CDC 1 a ) : 1. 35 (3H, d) , 1.44(3H, t), 3. 04 (2H, q), 4. 13-4. 20 (1H, m),4. 58-4. 75 
(2H, m) , 7. 41 (1H, s) , 7. 52 (1H, d) , 7. 57 (1H, d) , 8. 06 (1H, s) 


53 


Tl Tl f T\ 1 Hi /OTT 1 \ ft r n /flTT \ t * r\ J i f\ / 4 Y T \ t r- 4 . n ■ / rw v \ n rt r* n d n / ■ v ▼ 

NMR: 1. 31 (3H, d), 2. 53 (3H, s),4. 10-4. 18(1H, m), 4. 51-4. 71 (2H.ni), 7. 03-7. 17(1H, 
m),7.35(lH,d),7.57(lH,d),8. 15(lH,s) 


54 


NMR(CDC1 3 ) : 1. 35 (3H, d), 1. 46(6H, d), 3. 35-3. 39(lH,m),4. 13-4. 18(lH,m), 4. 68 
(2H, ddd) , 7. 42 (1H, s) . 7. 53 (1H, d) , 7. 57 (1H, d) , 8. 05 (1H, s) 


55 


XII/Tl// 1 T\<^1 \ .1 i n /OTI i\ n n C\ n ni n / j tt \ n »-» r» t\ n n / ati \ i < r /nil \ i r\ r* 

NMR (CDC 1 3 ) : 1. 42 (3H, t) , 2. 78-2. 82 (4H, m), 3. 73-3. 78(2H, m) , 4. 1 5 (2H, q) , 4. 39- 
4.43(2H,m),6.42(lH,s),7.35(lH,s) 


56 


\Uin / /T\ A 1 \ .1 0 0 / 1 Tl J\ i i i /ott i \ n n n f ott \ a r\ n j n i /mt \ j i n / rj t t j\ 

NMR (CDC 1 3 ) : 1. 33 (3H, d), 1. 41 (3H, t), 3. 02(2H,q),4. 08-4. 24 (1H, m), 4. 48 (2H, d), 
7. 07 (1H, dd) , 7. 34 (1H, dd) , 7. 54 (1H, d) , 7. 72 (1H, d) 


57 


Mlin/priPl \ .i at/OTT a i oo/ott j\ i ha i nn /mi \ n nrr / nn j\ a aa a n a 

NMR (CDC 1 3 ; : 1. 01 (3H, t) , 1. 32 (3H, d) , 1. 79-1 . 93 (2H,m) , 2. 97 (2H, t) , 4. 09-4. 20 
(lH,m),4.48(2H, d) , 7. 07 (1H, dd) , 7. 34 (1H, dd) , 7. 53 (1H, d) , 7. 72 (1H, d) 


58 


\lMTl//" , T"\/" , l ^ i ni/HTT j\ a lA/ntr \ j 11 a i n / 1 tt \ a nn j nn /nn \ n ai 

NMR (CDC 1 3 ; : 1. 31 (3H, d), 4. 10 (3H, s), 4. 11-4. 16(lH,m), 4. 28-4. 38 (3H, m) , 7. 01 
(1H, dd) , 7. 26 (1H, dd) , 7. 50 (1H, d) , 7. 71 (1H, d) 


59 


NMR. 1. 50-2. 30 (8H, w , 4. 05-4. 18 (1H, m) , 5. 05-o. 1 5 (1H, m) , 7. 42-7. 52 (2H, Hi) , 
7.63-7.72 UH, m), 8.08-8. 18(2H,m) 


60 


xn /r> ( rmn t \ ,n OC/mi +^ A Oji/Oti *\ n rn / in J\ n nn n r a / nTY n n p / 1 tt j\ n ia 

NMK(LDll 3 ; :3. ob (ZH, t) , 4. 84 (2H, t), 7. 59 (1H, d), 7. 62-7. 64 (2H, m) , 7. 76 (1H, d), 8. 10 
(1H, s) 


61 


NMK(.CDL1 3 ) .6. 88 (2H, t) , 4. 78 {In, t), 7. 48 (1H, d), 7. 63 (1H, d) , 7. 75 (1H, s) ,8.10 (1H, 


62 


NMRfrnn )•?. rqc^h tl 4 si c?w n 7 r9('ih h~i 7 Rnfivi h ^ 7 qscih r innfi 

iiitia ^.ijui/ 1 3 ; . 0. 03 ^n, w , t. 01 ^zn, u, i.u^Un, U/, i.DUUn, U/, 1. SJUtl, w,5, lUUn, 

s) 


63 


NMR (CDC 1 3 ) :8. 16 (1H, s) , 7. 82 (1H, d) , 7. 39(1H, d) , 4. 81 (2H, t) , 3. 91 (2H, t) , 2. 91 
(3H,s) 


64 


NMR (CDC1 ,) : 2. 91 (3H, s) , 3. 88 (2H. t) , 5. 1 8 (2H, t) , 7. 55 (1H, d) , 7. 66 (1H, d) , 8. 01 
(lH,s) 


65 


NMR: 7. 58-7. 70 (2H,m), 8. 02-8. 05 OH, ni),8. 15(lH,s),13. 57(lH,brs) 


66 


NMR (CDC 1 s ) : 7. 50 (1H, d) , 7. 64 (1H, s) , 7. 67 (1H, d) , 8. 1 6 (1H, s) 
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67 


NMR (CDC 1 3 ) : 7. 45 (1H, dd) ,7.62 (1H, d) , 7. 67 (1H, d) , 8. 08 (1H, s) 


68 


NMR (CDCl,) : 2. 68 (3H, s) , 3. 84 (2H, t) , 4. 80 (2H, t) , 7. 38 (1H, s) , 7. 50 (1H, d) , 7. 55 

/ I ti j\ i-i n/i /iTT \ 

(IH, d), 8. 06 (lH, s) 


69 


NMR (CDC 1 3 ) : 2. 67 (3H, s) , 7. 28 (IH, s) , 7. 52 (IH, d) , 7. 59 (IH, d) , 8. 1 4 (IH, s) 


70 


NMR (CDCl j) : l . 43 (3H, 0,3.02 (2H, q) , 7. 31 (IH, s) , 7. 53 (IH, d) , 7. 60 (IH, d) , 8. 1 4 
(lH,s) 


71 


NMR: 2. 51 (3H, s) , 6. 76-6. 79 (IH, m) , 7. 28-7. 34 (IH, m) , 7. 52-7. 57 (IH, m) , 8. 07- 
8.10OH, m), 13.29 (lH.brs) 


72 


NMR(CDClj) : 1 . 44 (6H, d) , 3. 27-3. 36 (IH, n) , 7. 33 (IH, s) , 7. 52 (IH, d) , 7. 59 (IH, d) , 
8. 1 5 (IH. s) 


73 


NMR (CDC 1 3 ) : 1 . 52 (311, t) , 3. 81-3. 86 (2H, m) , 4. 29 (2H, q) , 4. 75-4. 80 (2H, m) , 6. 80- 
6. 82 (IH, in) , 7. 37-7. 41 (IH, m) , 7. 51 (IH, d) , 8. 05 (IH, s) 


74 


NMR(CDC1 3 ) : 1 . 87 (3H, s) , 3. 79-3. 85 (2H, m) , 4. 69-4. 73 (2H, m) , 5. 92 (IH, brs) , 7. 24 (IH, 
dd) , 7. 38 (IH, dd) , 7. 58 (IH, d) , 7. 74(1H, d) , 8. 06 (IH, s) 


75 


NMR (CDC 1 3 ) : 4. 03 ( (3H, s) , 6. 9 1 (IH, s) , 7. 44 (IH, d) , 7. 55 (IH, d) , 8. 08 (IH, d) , 
13. 31-13. 40 (IH, brs) 


76 


NMR(CDCl 3 ):1.50(9H,s),7.34(lH,s),7.54(lH, d) , 7. 60 (IH, d) , 8. 14(lH,s) 


77 


NMR (CDC 1 3 ) : 1 . 9 1 (3H, s) , 2. 89-2. 92 (4H, m) , 3. 72 (2H, t) , 4. 34 (2H, t ) , 6. 67 (IH, d) , 7. 3 1 
UH,s),7.37(lH, d) 


78 


NMR (CDC 1,) : 1 . 9 1 (3H, s) , 2. 79 (4H, t) , 3. 71-3. 76 (2H, m) , 4. 46-4. 50 (2H, m) , 6. 23 (IH, 
brs) , 6. 39 (IH, d) , 7. 30 (IH, s) , 7. 38 (IH, d) 


79 


NMR (CDC 1 3 ) : 1 . 25 (3H, t) , 4. 23 (2H, q) , 5. 33 (2H, s) , 6. 95 (IH, dd) , 7. 40 (IH, dd) ,7.61 
(IH, d),7.73(lH, d),8.08(lH,s) 


80 


NMR (CDC1 3 ) : 3. 01 (IH, t) , 4. 18-4. 23 (2H, m) , 4. 68-4. 71 (2H, m) , 7. 1 1 (IH, dd) , 7. 39 (IH, 
dd),7.60(lH, d),7.75(lH, d), 8. 06 (111, s) 


81 


NMR: 5. 67 (2H, s) , 7. 40-7. 42 (IH, m) , 7. 46 (IH, d) , 7. 68 (IH, d) , 8. 08-8. 10 (IH, m) , 8. 1 8 
(IH, s),9.79(lH,s) 


82 


NMR (CDCl 3 ) : 1 . 33 (3H, d) , 3. 30 (IH, d) , 4. 41-4. 63 (3H, m) , 7. 1 1 (IH, d) , 7. 39 (IH, d) , 7. 60 
(IH, d),7.75(lH, d),8. 07 (IH, s) 


83 


NMR: 1 . 05 (3H, d) , 4. 20-4. 33 (IH, m) , 4. 52-4. 61 (IH, m) , 4. 63-4. 74 (IH, m) , 4. 92 (IH, 
d),7.56(lH, d),7.80(lH, d), 8. 21 (IH, s), 8. 87 (IH, s) 


84 


NMR: 1 . 03 (3H, d) , 2. 65 (3H, s) , 4. 20-4. 30(1H, m) , 4. 48-4. 56 (IH, m) , 4. 60-4. 70 (IH, 
m),4.90(lH,d),7.46(lH, d),7.70(lH, d),8. 17(1H, s) 


85 


NMR: 1. 10 (3H, d), 4. 03-4. 17(lH,m),4. 45-4. 56 (IH, m) , 4. 60-4. 73 (IH, m), 4. 99 (IH, 
d) , 7. 67-7. 71 (2H, m) , 7. 88-7. 92 (IH, n) , 8. 01-8. 05 (IH, m) , 8. 1 2 (IH, s) 


86 


NMR(CDC1 3 ) : 1 . 37 (3H, d) , 4. 49-4. 67 (3H, m) , 7. 47 (IH, dd) , 7. 64 (IH, d) , 7. 78 (IH, 
d),8.07(lH,s) 


87 


NMR: 1 . 1 0 (3H, d) , 4. 03-4. 1 5 (IH, m) , 4. 43-4. 54 (IH, m) , 4. 60-4. 70 (IH, m) , 5. 00 (IH, 
d) , 7. 63-7. 67 (2H, m) , 8. 1 2 (IH, s) , 8. 27 (IH, s) 


88 


NMR (CDCl 3 ) : 1 . 35 (3H, d) , 4. 38-4. 63 (3H, n) , 7. 43 (IH, d) , 7. 59-7. 64 (2H, m) , 8. 04 
(IH, s) 
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89 


NMR (CDC1 3 ) : 1 . 35 (3H, d) , 2. 69 (3H, s) , 4. 41-4. 59 (2H, m) , 4. 68 (1H, dd) , 7. 43 (1H, s) , 
7.50 (1H, d),7.56(IH, d),8.04(lH, s) 


90 


NMR (CDC 1 s ) :1. 35 (3H, d), 1 . 43 (3H, t), 3. 04 (2H, q), 4. 46-4. 60 (2H, m) , 4. 69 (2H, dd), 
7. 45 (1H, s) , 7. 51 (1H, d) , 7. 56 (1H, d) , 8. 05 (1H, s) 


91 


NMR: 1 . 08 (3H, d) , 2. 51 (3H, s) , 3. 98-4. 20 (1H, m) , 4. 25-4. 60 (2H, m) , 4. 93 (1H, d) , 
7. 03-7. 08 (1H, m) , 7. 28-7. 36 (1H, m), 7.49-7. 56(lH,m), 8. 06 (1H, s) 


92 


NMR (CDC1 3 ) : 1 . 35 (3H, d) , 1 . 45 (6H, d) , 3. 41-3. 32 (1H, m) , 4. 60-4. 47 (2H, in) . 4. 69 
(1H, dd) , 7. 45 (1H, s) , 7. 52 (1H, d) , 7. 57 (1H, d) , 8. 04 (1H, s) 


93 


NMR(CDC1 3 ) : 1 . 29 (3H, d) , 4. 09 (3H, s) , 4. 20-4. 43 (3H, m) , 7. 01 (1H, dd) , 7. 27 (1H, 
dd) ,7.51 (1H, d),7.70(lH,d) 


94 


NMR(CDC1 3 ) : 1 . 33 (3H, d) , 4. 40-4. 45 (1H, m) , 4. 47-4. 52 (1H, m) , 4. 56-4. 64 (1H, m) , 
7. 08-7. 1 2 (1H, m) , 7. 36-7. 41 (1H, m) , 7. 60 (1H, d) , 7. 73-7. 78 (1H, m) , 8. 07 
(lH.s) 


95 


NMR: 4. 45-4. 56 (1H, m) , 4, 70-4. 90 (2H, m) , 6. 68 (1H, d) , 7. 34-7. 38 (1H, m) , 7. 44 
(lH,d),7.64(lH, d),8. 10-8. 15 (1H, m), 8. 19 (1H, s) 


96 


NMR: 1 . 35-2. 10 (8H, m) , 3. 88-4. 00 (1H, m) , 4. 40-4. 55 (1H, m) , 4. 65 (1H, d) , 7. 36- 
7.41(lH ) m),7.44-7.48(lH,m),7.61(lH, d), 8. 05-8. 08 (1H, m), 8. 11 (1H, s) 


97 


NMR(CDC1 3 ) : 1 . 29 (3H, d) , 1 . 41 (3H, t) , 3. 00 (2H, q) , 4. 32-4. 42 (2H, m) , 4. 47-4. 55 
(1H, m) , 7. 06 (1H, dd) , 7. 33 (1H, dd) , 7. 53 (1H, d) , 7. 72 (1H, d) 


98 


NMR: 1. 32 (3H, d) , 4. 1 5-4. 22 (1H, m) , 4. 60-4. 78 (2H, in) , 7. 44-7. 48 (1H, m) , 7. 50-7. 58 
(1H, n) , 7. 67 (1H, d) , 8. 1 3 (1H, d) , 8. 1 9 (1H, s) 


99 


NMR (CDC1 3 ) : 1 . 05 (3H, 0,1. 54-1 . 66 (2H, m) , 3. 37 (1H, brs) , 4. 07-4. 1 5 (1H, m) , 4. 46 (1H, 
dd) , 4. 61 (1H, dd) , 7. 08-7. 10 (1H, n) , 7. 37 (1H, d) , 7. 57 (1H, d) , 7. 73 (1H, d) , 8. 04 
(1H, s) 


100 


NMR (CDC1,) :0. 95 (3H, t) , 1 . 38-1 . 66 (4H, m) , 3. 36 (1H, brs) , 4. 1 6-4. 22 (1H, m) , 4. 45 (1H, 
dd) , 4. 59 (1H, dd) , 7. 09 (1H, dd) , 7. 37 (1H, dd) , 7. 57 (1H, d) , 7. 72 (1H, d) , 8. 03 (1H, 
s) 


101 


NMR(CDC1 3 ) : 1 . 09 (3H, t) , 1. 82-1 . 93 (1H, m), 3.21 (1H, d) , 3. 91-3. 96 (1H, m) , 4. 51 (1H, 
dd) , 4. 69 (1H, dd) , 7. 10 (1H, dd) , 7. 38 (1H, dd) . 7. 60 (1H, d) , 7. 74 (1H, d) , 8. 07 (1H, 

s) 


102 


NMR (CDC 1 3 ) : 1 . 09-2. 03 (10H, m) , 3. 27 (1H, d) , 3. 56-3. 63 (1H, m) , 3. 90-3. 95 (1H, d) , 4. 48 
(1H, dd) , 4. 66 (1H, dd) , 7. 09 (1H, dd) , 7. 36 (1H, dd) , 7. 57 (1H, d) , 7. 72 (1H, d) , 8. 02 
OH, s) 


103 


NMR(.U)ll 3 ) : 1. 88 Un, s) , 0. 68-3. 74 (2H, m) , 4. 62 (ZH, I), 5. 3o-5. 47 (1H, brm), 6. 63 (1H, 
d) , 7. 02 (1H, d) , 7. 53 (1H, d) , 7. 61 (2H, s) , 7. 78 (1H, s) 


104 


NMR: 1 . 94 (3H, d) , 6. 46 (1H, q) , 7. 56 (1H, dd) , 7. 67 (1H, dd) , 7. 74 (1H, d) , 8. 20 (1H, d) , 
8.33(lH,s) 


105 


NMR: 6. 33 (2H, s) , 7. 1 6-7. 1 7 (1H, m) , 7. 46 (1H, d) , 7. 59-7. 64 (2H, m) , 7. 69 (1H, d) , 
7.71-7.77(lH,m),8.00-8.02 (lH,m),8.14(2H,ra),8. 18(lH,s) 


106 


NMR:1.80-2.60(6H,m),5.60(lH, t),7.46(lH, d) , 7. 51-7. 53 (1H, m) , 7. 66(1H, d) , 
8. 09-8. 1 1 (1H, m) , 8. 16(lH,s) 
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107 


NMR (CDl 1 3 ; . 1 . 42 (3H, t), 3.01 (2H, q), 5.41 (2H, s), 7. 13 0H, d), 7. 43 (1H, d), 7. 57 
(1H, d),7.79(lH, d), 


108 


NMK tLUL 1 3 j .2.11-2.21 (2H, m) , 2. 96—3. 06(4H,m), 5. 25 (2H, s) , 7. 28 (1H, s) , 7. 52 
(1H, s),7.95(lH,s) 


109 


NMK (.LUL 1 3 ; . 1. 4bUH, t) , 3. 06 (2H, q) , 5. 57 (2H, s), 7. 45 (1H, s), 7. 56 (1H, d) , 7. 60 
UH,d),8.08(lH,s) 


110 


NMR (CDC1 3 ) : 1 . 47 (6H, d) , 3. 34-3. 43 (1H, is) , 5. 58 (2H, s) , 7. 45 (1H. s) , 7. 57 (1H, d) , 

7 C1 /ID A\ O AO/1TJ „\ 

(. ol Un, a) , 0. 1)8 UH, s) 


111 


NMR (CDCI3) : 1 . 68 (6H, s) , 5. 04 (2H, s) , 7. 1 2 (1H, dd) , 7. 40 (1H, d) , 7. 59 (1H, d) , 7. 76 
(1H, d),8.08(lH,s) 


112 


NMR (CDC 1 3 ) :1. 43 (9H, s), 3. 18-3. 28 (1H, m) , 3. 85 (2H, dd),4. 04 (2H, t), 7. 07 (1H, 
dd) , 7. 38 (1H, dd) , 7. 69 (1H, d) , 7. 76 (1H, d) , 8. 03 (1H, s) 


1 1 0 


NMR (80T:) : 1 . 26 (9H, s) , 2. 05-2. 28 (2H, m) , 3. 74-3. 59 (2H, m) , 4. 57-4. 63 (IH, m) , 
4. 76 (1H, dd) , 4, 89 (1H, dd) , 7. 34 (1H, dd) , 7. 45 (1H, dd) , 7. 62 (1H, d) , 8. 03 (IH, 

A\ Q no /ill 

a; , is. U9 Un, s; 


1 1 A 


NMR (CDC 1,) : 1 . 50-1 . 65 (4H, m) , 2. 00-2. 07 (2H, m) , 2. 40 (1H, br) , 2. 61-2. 72 (2H, n) , 
3. 40 UH, dj, 3. 47 UH, d), 4. 48 (2H, d), 7. 05 (1H, dd) , 7. 21-7. 29 (5H, m) , 7. 35 
Un, aa; , 1. 0 1 Un, a; , /. < 0 Un, a; , 0. 01 UH, s; 


115 


NMR (mr 1 ^'fi 9Q/9H c"^ 7 r, 1 / 1 ti ^\ 7 cc/m AA\ 7 7C/TU J\ o ID/in „\ o od 

iNMKauti 3 ; . a. zaun, s; , (. ol UH, a;, /. bo UH, dd) , 7. 76 UH, d) , 8. 18UH, s) , 8. 28 

\in, uuy , o. 3u vin, uu/ 


1 J u 


NMR • 7 R R f 1 FT ril 7 89 UH 8 99/1U p\ 0 09/1U p^ 1Q OC/1U K^oN 
jimft . i. ooun, u;, i. Diun, a;, o. ZJUii, sj, o. ooUli, SJ, Jo. ob UJ1, Drs; 


117 


NMR: 2. 69 (3H, s) , 7. 45 (1H, d) , 7. 71 (1H, d), 8. 18(1H, s), 13. 72 (1H, brs) 


118 


NMR (CV\C 1 "> - 9 fl£— 9 Q1/9U m't 9 QK Q fio/^u m \ 7 on/ill n^ 7 co/iu «\ 7 nc 

i\ivik(,i,uli 3 ; . i. uo z. si Un, m; , z. SJb-o. 02 (.4H, m; , (. i\) UH, s) , 7. 52 UH, s) , 7. 96 
(lH.s) 




NMR • A 0.1 (1U 7 no Ml) A\ 7 OQ/IU rl^ 7 jic ciu A\ o fiQ/m ^\ 
NMK. i. UHoJl, SJ, (. Ub UH, a; , (. Zy Un, a; , /. 4b Un, aj , o. Uo UH, d; 


120 


NMR (CDC1 ,) : 2. 86-2. 94 (4H, m) , 7. 1 8 (1H, s) , 7. 33 (1H, s) 


121 


NMR(Cnn )•? 48(1H O 9 84-9 P7C4H m\ 7 nflflH 7 ^9/IH c> 
iiuu\ \\juk, i 3 / , 6 . to von, a / , i . ot vtn, HIV , ( . UU Un, V, 1 . 0 & U n, S/ 


122 


NMR (CDCI3) : 2. 63 (3H, s) , 6. 98 (1H, d) , 7. 37 (1H, d) , 7. 54 (IH, d) , 7. 71 (1H, d) 


123 


NMR(CDC1 3 ) : 1 . 03 (3H, 0,1. 82-1.95 (2H, 0} , 3. 00 (2H, t) , 6. 98 (IH, dd) , 7. 36 (IH, 
dd),7.57(lH, d),7.70(lH,d) 


124 


NMR (CDCI3) : 1 . 45 (3H, 0,3.06 (2H, q) , 6. 98 (IH, dd) , 7. 36 (IH, dd) ,7.57 (IH, d) , 7. 70 
(IH, d) 


125 


NMR: 4. 78-4. 88 (IH, m) , 5. 02-5. 06 (IH, m) , 5. 28-5. 43 (IH, m) , 7. 38-7. 42 (IH, m) , 
7. 50 (IH, d) , 7. 70 (IH, d) , 8. 1 3-8. 16 (IH, m) , 8. 27 (IH, s) 
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Ex. 


G 


R 


A 




11 


0 


H 


Me 


MS:216(FAB,M + +1) 

NMR : 1 . 1 2 (3H, d) , 3. 66-3. 78 (1H, m) , 4. 74-4. 94 (2H, m) , 7. 48 
(1H, d) , 7. 69 (1H, d) , 7. 79-7. 83 (1H, m) , 8. 1 7 (1H, d) , 8. 22 
(1H, s),8.52(3H,brs) 


14 


S 


MeO 


Me 


MS:262 (FAB,M + +1) 

NMR: 1 . 03 (3H, d) , 4. 08 (3H, d) , 4. 57-4. 65 (1H, dd) , 4. 72-4. 79 
(1H, dd) , 6. 47 (2H, s) , 7. 21 (1H, s) , 7. 52 (1H, d) , 7. 57 (1H, 
d),8. 12(1H, s) 


20 


S 


Br 


-CH 2 CH 2 - 


MS:296 (FAB,M + +1) 

NMR: 3. 32 (2H, t) , 4. 95 (2H, t) , 7. 72 (1H, d) , 7. 77 (1H, d) , 8. 24 
(1H, s) , 8. 22-8. 27 (3H, brs) , 8. 35 (1H, s) 


29 


S 


Me 


_ CH 2 CH 2 ~ 


mp:186-187°C 

NMR: 2. 67 (3H, s) , 3. 26 (2H, t) , 4. 87 (2H, t) , 6. 50 (2H, s) , 7. 63 
(2H, s),7.84(lH, s),8. 15(lH,s) 


30 


S 


Me 


Me 


mp:195-197°C 

NMR: 1 . 07 (3H, d) , 2. 67 (3H, s) , 3. 59-3. 68 (1H, m) , 4. 71 (1H, 
dd) , 4. 88 (1H, dd) ,6.51 (2H, s) , 7. 63 (2H, s) , 7. 88 (1H, s) , 
8. 16(lH,s) 


31 


S 


Et 


Me 


MS:260 (FAB, M + +l) 

NMR: 1 . 06 (3H, d) , 1 . 36 (3H, t) , 3. 02 (2H, q) , 3. 60-3. 65 (1H, 
n) , 4. 70 (1H, dd) , 4. 87 (1H, dd) , 6. 50 (2H, s) , 7. 63 (2H, s) , 
7. 86 (1H, s), 8. 16 (.1H, s;. 


39 


S 


I 


-CH 2 CH 2 - 


MS: 344 (FAB, M + +l) 

NMR: 3. 35 (2H, t) , 4. 92 (2H, I) , 7. 70 (1H, d) , 7. 73 (1H, d) , 8. 04 
(2H,brs),8. 23 (1H, s),8.35(lH, s) 


43 


0 


H 


-CH 2 CH 2 - 


MS:202 (FAB,M + +1) 

NMR: 3. 30-3. 35 (2H, m) , 4. 87 (2H, t) , 7. 47-7. 49 (1H, m) , 7. 68- 
7. 70 (2H, m) , 8. 17 (1H, d) , 8. 21 (1H, s) , 8. 25 (3H, brs) 


47 


s 


MeO 


-CH 2 CH 2 - 


MS:248(FAB,M + +1) 

NMR: 3. 29-3. 35 (2H, m) , 4. 1 1 (3H, s) , 4. 93 (2H, t) , 7. 29 (1H, s) , 
7. 54 (1H, d) , 7. 59 (1H, d) , 8. 12 (1H, s) , 8. 20 (2H, brs) 


53 


s 


Et 


-CH 2 CH 2 - 


MS;246 (FAB,M + +1) 

NMR: 1. 37 (3H, t) , 3. 02 (2H, q) , 3. 25 (2H, t) , 4. 86 (2H, t) , 6. 49 
(2H, s) , 7. 64 (2H, s) , 7. 82 (1H, s) , 8. 1 5 (1H, s) 
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NMR: 3. 25-3. 27 (2H, m) , 3. 62 (2H, s) , 4. 59 (2H, t) , 7. 43 (1H, s) , 7. 53 (1H, d) , 7. 62 (1H, 
d),8.24(3H,brs) 


2 


NMR: 3. 30-3. 22 (2H, m) , 3. 46 (2H, s) , 4. 49 (2H, t) , 7. 23 (1H, d) , 7. 48 (1H, s) , 7. 58 (1H, 
d),8.25(3H,brs) 


3 


NMR: 2. 81-2. 93(4H,m) , 3. 15-3. 24 (2H, m) , 4. 50 (2H, t) , 7. 14(1H, d) , 7. 35 (1H, s) , 7. 71 
(lH,d),8.33(3H,brs) 


4 


NMR: 2. 74 (4H, s) , 3. 30-3. 34 (2H, m) , 4. 53 (2H, t) , 6. 60 (1H, d) , 7. 38 (1H, s) , 7. 74 (1H, 
d),8.11(3H,brs) 


5 


NMR: 1 . 23 (6H, s) , 2. 75 (2H, s), 3. 15-3. 26 (2H, m) , 4. 52 (2H, t) , 7. 1 8 (1H, d) , 7. 40 (1H, 
s),7.71(lH, d),8.34(3H, brs) 


6 


NMR: 2. 72-2. 78 (2H, m) , 2. 92-3. 00 (2H, m) , 3. 20-3. 30 (2H, m) , 4. 58 (2H, t) , 7. 40 (1H, s) , 
7. 50-7. 60 (2H,m) ,8.20(211, brs) 


7 


NMR: 1 . 1 2 (3H, d) , 3. 66-3. 78 (1H, m) , 4. 74-4. 94 (2H, m) , 6. 44 (1H, brs) , 7. 48 (1H, d) , 
7. 69 (1H, d) , 7. 79-7. 83 (1H, n) , 8. 1 7 (1H, d) , 8. 22 (1H, s) , 8. 52 (3H, brs) 


8 


NMR: 0. 87 (3H, t) , 1 . 49-1 . 57 (2H, m) , 3. 57-3. 64 (1H, in) , 4. 75-4. 91 (2H, m) , 7. 49 (1H, d) , 
7. 68-7. 71 (2H, m) , 8. 1 8 (1H, d) , 8. 23 (1H, s) , 8. 33 (1H, brs) 


9 


NMR: 1 . 00-1 . 02 (4H, di) , 1 . 1 6-1 . 30 (1H, m) , 1 . 50-1 . 84 (6H, m) , 3. 52-3. 63 (1H, m) , 4. 82- 
4. 85 (2H, m) , 7. 49 (1H, d) , 7. 62-7. 63 (1H, m) , 7. 70 (1H, d) , 8. 1 8 (1H, d) , 8. 24 (1H, s) , 
8. 29(3H,brs) 


10 


NMR: 3. 31-3. 37 (2H, m) , 4. 96-5. 02 (2H, m) , 7. 73 (1H, d) , 7. 78(1H, d) , 7. 99 (1H, d) , 8. 1 6 
(1H, d),8.22(lH,s),8.23(3H,brs) 


12 


mp:182-185°C 


13 


mp:174-178°C 


15 


mp:192-195°C 


16 


NMR: 1 . 61 (9H, s) , 3. 1 6-3. 23 (2H, m) , 4. 87-4. 94 (2H, m) , 7. 74 (1H, d) , 7. 75 (1H, s) , 
7. 78 (1H, d) , 7. 96-8. 1 5 (3H, brs) ,8.41 (1H, s) 


17 


mp:250-253°C 


18 


NMR: 1. 12 (3H, d) , 3. 65-3. 80 (1H, m) , 4. 80-4. 88 (1H, m) , 4. 93-5. 01 (1H, m) , 7. 46- 
7. 51 (1H, in) , 7. 69 (1H, d) , 7. 91-7. 93(lH,m) , 8. 1 8 (1H, d) , 8. 22 UH, s) , 8. 74(3H, 
brs),9.94(lH,brs) 


19 


NMR: 2. 71-2. 78 (2H, m) , 2. 86-2. 92 (2H, m) , 3. 23(211, t) , 4. 53 (2H, t) , 7. 40 (1H, S) , 7. 70 
(lH,s),8.01-8.14(2H,brs) 


21 


NMR: 7. 45 (1H, s) , 4. 56 (2H, t) , 3. 37-3. 30 (2H, in) , 2. 98 (2H, t) , 2. 80 (2H, t) , 2. 59 
(3H, s) 


22 


NMR: 2. 92 (3H, s) , 3. 48 (2H, t) , 5. 1 1 (2H, t) , 7. 79 (2H, s) , 8. 27 (1H, s) 


23 


NMR: 1 . 09 (3H, d) , 3. 74-3. 86 (1H, m) , 4. 78-4. 86 (2H, m) , 6. 49 (2H, s) , 7. 61 (1H, d) , 
7.840H, d),8.29(lH,s),8.91(lH,s) 


24 


mp:177-178°C 


25 


NMR: 1 . 05 (3H, d) , 3. 50-3. 70 (1H, m) , 4. 74-4. 78 (1H, m) , 4. 80-4. 84 (1H, m) , 6. 49 (2H, 
s) , 7. 68-7. 78 (2H, m) , 7. 95 (1H, d) , 8. 14 (1H, d) , 8. 19 (1H, s) 


26 


NMR: 1 . 01 (3H, d) , 3. 50 OH, br) , 4. 60 (1H, dd) , 4. 77 (1H, dd) , 6. 47 (1H, s) , 7. 68 (1H, 
d),7.74(lH, d),8.19(lH, s) , 8. 31 (1H, s) 
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27 


UR: 1 . 05 (3H, d) , 3. 55-3. 67 (1H, id) , 4. 62-4. 72 (1H, m) , 4. 80-4. 90 (1H, m) , 6. 50 (2H, 
s),7.69(2H,s),8.20(1H,s),8.39(1H,s) 


28 


MMR:1. 05 (3H, d) , 3. 50-3. 65 (1H, m) , 4. 65 (1H, dd) , 4. 82 (1H, dd) , 6. 50 (2H, s) , 7. 69 
(1H, d) , 7. 77 (1H, d) , 8. 21 (1H, s) , 8. 24 (1H, s) 


32 


NMR: 1 . 05 (3H, d) , 2. 52 (3H, s) , 3. 54-3. 66 (1H, m) , 4. 55-4. 63 (1H, n) , 4. 62-4. 68 (1H, 
ra) , 6. 51 (2H, s) , 7. 26 (1H, s) , 7. 37 (1H, d) , 7. 57 (1H, d) , 8. 14 (1H, s) . 


33 


mp: 168-169°C 


34 


mp:222-226°C 


35 


NMR: 1.12 (3H, d) , 1 . 34 (3H, t) , 2. 97 (2H, q) , 3. 64-3. 74 (1H, m) , 4. 71 (1H, dd) , 4. 82 
(1H, dd) , 7. 43 (1H, brd) , 7. 66 (1H, d) , 7. 77-7. 79 (1H, m) , 8. 1 5 (1H, d) 


36 


NMR: 0. 95 (3H, 0,1.11 "(3H, d) , 1 . 73-1 . 82 (2H, ra) , 2. 92 (2H, t) , 3. 62-3. 75 (1H, m) , 
4. 69 (1H, dd) , 4. 82 (1H, dd) , 7. 43 (1H, d) , 7. 65 (1H, d) , 7. 76 (1H, d) , 8. 1 5 (1H, d) 


37 


NMR: 1 . 1 3 (3H, d) , 3. 63-3. 68 (1H, m) , 4. 04 (3H, s) , 4. 53 (1H, dd) , 4. 63 (1H, dd) ,6.55 
(2H, s) , 7. 36 (1H, d) , 7. 48 (1H, d) , 7. 63 (2H, d) , 8. 13 (1H, d) 


38 


NMR: 2. 69-2. 76 (2H, m) , 2. 88-2. 94 (2H, m), 3. 23 (2H, t) , 4. 54 (2H, t) , 7. 40 (1H, s) , 7. 77 
(lH,s),8.20(3H,brs) 


40 


NMR: 8. 34 (1H, s) , 8. 03 (1H, d) , 7. 54 (1H, d) , 4. 94 (2H, t) , 3. 54-3. 51 (2H, m) , 2. 92 
(3H, s) 


41 


NMR: 2. 68-2. 81 (4H, m) , 3. 24 (2H, t) , 3. 94 (3H, s) , 4. 55 (2H, t) , 6. 83 (1H, s) , 7. 36 (1H, 
s),8.27(3H,brs) 


42 


NMR: 2. 72-2. 78 (2H, m) , 2. 86-2. 93 (2H, m), 3.21 (2H, t) , 4. 55 (2H, t) , 7. 40 (1H, s) , 7. 68 
(1H, s),8.30(3H,brs) 


44 


NMR: 3. 43-3. 49 (2H, m) , 4. 89 (2H, 0,7.18 (1H, d) , 7. 44 (1H, d) , 7. 63 (1H, d) , 8. 1 7 (1H, 
d),8.24(lH,s),8. 15(3H,brs) 


45 


NMR : 0. 73 (3H, 0,1.16-1.56 (4H, m) , 3. 64-3. 68 (1H, ra) , 4. 76-4. 93 (2H, m) , 7. 49 (1H, d) , 
7. 69 (1H, d) , 7. 72-7. 73 (1H, m) , 8. 18 (1H, d) , 8. 23 (1H, s) , 8. 40 (3H, brs) 


46 


NMR: 0. 95-0. 98 (6H, m) , 1 . 82-1 . 88 (1H, m) , 3. 60-3. 62 (1H, m) , 4. 82 (2H, d) , 7. 50 (IB, 
dd) , 7. 64 (1H, dd) , 7. 70 (1H, d) , 8. 1 9 (M, d) , 8. 24 (1H, s) , 8. 28 (3H, brs) 


48 


NMR: 3. 31 (2H, 0 , 4. 86 (2H, 0 , 7. 72 (1H, d) , 7. 78 (1H, d) , 8. 24 (1H, s) , 8. 30 (1H, s) , 8. 35 
(2H,brs) 


49 


NMR(CDC1 3 ) : 1 . 1 5-1 . 45 (2H, br) , 3. 18-3. 28 (2H, br 0 , 4. 52 (2H, 0 , 6. 61 (1H. d) , 7. 1 1 
(1H, d) , 7. 49 (1H, d) , 7. 59-7. 62 (2H, brs) , 7. 68 (1H, d) 


ov 


NMR: 1 . 48 (3H, d) , 3. 30-3. 40 (1H, m) , 3. 50-3. 61 (1H, m) , 5. 41-5. 51 (1H, in) , 7. 47-7. 52 
(1H, m) , 7. 62-7. 64 (1H, m) , 7. 69 (1H, d) , 8. 16 (1H, d) , 8. 24 (1H, s) , 8. 30-8. 40 (3H, br) 


51 


rap: 1 82-1 84°C 


52 


NMR: 2. 04-2. 1 1 (2H, ra) , 2. 90-2. 98 (4H, m) , 3. 25-3. 30 (2H, m) , 4. 58 (2H, 0 , 7. 50 (1H, 
s),7.55(1H,s),8.00(1H,s) 


54 


NMR: 1 . 41 (6H, d) , 3. 32 (2H, 0 , 3. 37-3. 42 (1H, ra) , 4. 91 (2H, 0 , 6. 53 (3H, s) , 7. 65 
(2H, s),7.80(1H,s),8.17(1H,s) 


55 


NMR: 1. 34 (3H, t) , 2. 96 (2H, q) , 3. 32 (2H, br) , 4. 77 (2H, br) , 7. 43 (1H, d) , 7. 62 (1H, 
br),7.66(lH, d),8.15(lH,br) 



45 



WO 98/56768 



PCT/JP98/02579 



i£4- 3 



Ex. 




00 


NMR: 3. 10-3. 20 (2H, m) , 3. 57 (2H, t) , 4. 46 (2H, t) , 4. 66 (2H, t) , 6. 46 (2H, s) , 6. 73 
(1H, d),7.52UH, d),8.00(lH, s) 


57 


mp:236-240°C 


58 


NMR: 1 . 71-2. 00 (4H, ra) , 2. 54 (3H, s) , 3. 14-3. 20 (1H, m) , 3. 28-3. 33 OH, m) , 3. 95- 
4. 01 (1H, m) , 4. 85-4. 93 (2H, id) , 7. 45 (1H, d) , 7. 63 (1H, d) , 7. 73 (1H, m) , 8. 1 5 (1H, 
d) 


59 


NMR: 1 . 34 (3H, 0,1. 71-2. 00 (4H, m) , 2. 99(2H, q), 3. 16-3. 26 (1H, m) , 3. 28-3. 38 (1H, 
m) , 3. 95-4. 05 (1H, m) , 4. 90 (1H, dd) , 4. 99 (1H, brd) , 7. 25 (1H, d) , 7. 63 (1H, d) , 
7. 73C1H. d),8. 1K1H, d) 


60 


NMR: 1 . 71-2. 00 (3H, m) , 3. 1 5-3. 21 (1H, m) , 3. 28-3. 31 (1H, m) , 3. 60-4. 05 (1H, n) , 
4. 94-5. 04 (2H, m) , 7. 49 (1H, q) , 7. 69 (1H, d) , 7. 76 (1H, q) , 8. 1 7 (1H, d) , 8. 23 (1H, 
s) 


61 


NMR: 1 . 71-1 . 98 (3H, n) , 3. 1 5-3. 1 9 (1H, m) , 3. 29-3. 30 (1H, m) , 3. 98-4. 04 (1H, n) , 
4. 93-5. 03 (2H, m) , 7. 49 (1H, d) , 7. 69 (1H, d) , 7. 74 (1H, d) , 8. 1 7 (1H, d) , 8. 23 (1H, 
s) 


62 


mp:222-225°C 


63 


rap:258-260°C 


64 


NMR: 1 . 68-2. 43 (6H, m) , 3. 71-3. 78 (0. 3H, m) , 4. 02-4. 10 (0. 7H, n) , 5. 34-5. 48 (1H, 
m) , 6. 45 (2H, s) , 7. 43-7. 47 (1H, m) , 7. 57-7. 69 (2H, m) , 8. 1 0-8. 14 (1H, m) , 8. 1 8- 
8.21 (1H, m) 


65 


mp:172-173°C 


66 


mp: 153-155°C 


67 


NMR: 2. 39-2. 48 (2H, m) , 3. 65-4. 06 (3H, m) , 4. 86-5. 1 1 (2H, in) , 7. 49 (1H, d) , 7. 68 (1H, 
d),7.71(lH,q),8. 18(IH,d),8.22(lH, d) 


68 


rap: 1 74-1 76°C 


69 


NMR: 2. 34 (1H, m) , 2. 50 (1H, m) , 3. 43-3. 47 (2H, n) , 3. 68 (1H, m) , 3. 77 (1H, m) , 5. 87 
(1H, m) , 7. 50 (1H, d) , 7. 64 (1H, d) , 7. 69 (1H, d) , 8. 18 (1H, d) , 8. 24 (1H, s) , 9. 40- 
9.63(2H,brs) 


70 


NMR: 1 . 26-1 . 29 (1H, m) , 1 . 58-1 . 76 (3H, i) , 2. 41 OH, br) , 2. 66-2. 88 (2H, m) , 3. 1 0- 
3. 1 8 (2H, in) , 4. 56-4. 59 (2H, in) , 7. 45 (1H, d) , 7. 63 (1H, d) , 7. 67 (1H, d) , 8. 1 6 (1H, 
d),8.17(lH,s) 


71 


NMR: 2. 16 (3H, s) , 3. 47 (2H, m) , 4. 83 (2H, ■) , 7. 41 (1H, s) , 7. 59 (1H, d) , 7. 62 (1H, d) , 
8.01(3H,brs),8.18UH, s), 11. 56(lH,s) 
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i f © i ffl 



fts 2 jH*rr 6 as 

X : iB^XttftSflCT 

— : -a^xtew-er 

V : flgfcR^XttaCHTjSSnsS 

A:APy>lI : f^b<«v'^PTJ^;i/ST»^$nT^T i fo^V^ttmX^IIS 

*->g, 7 5 y», ^/3gb<^«7;wv7$/s, ft»7M^^75 

R 5 ~R 9 : H-X«ftfcoT, 7K»T> M7i^J«, 7K^3Xte«7;V 
fib, ~**-Ste-&T»*t#ttH R 6 WR 8 ^ffib^^ 0 X« 
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3 . Affix? V >X«7°P tf 1/ >»"C*S«f*0«B8» 2 JHIB*©fc£*. 

5. 2- (1H-70 [2, 3-g] <i>yV-)V- 1 X3M1/75X 2 

- [2, 3-g] -r>^/-;u-i-<;w x^;wt 
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